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Claims 



L A benzylidene-hydrazine compound characterized in being represented by the following 
Formula (1): 



where in the formula, 

W represents: -O-Q; where Q represents a 6-membered ring containing 1-3 nitrogen atoms that 
is unsubstituted or substituted, having at least one substitutent selected from a group 
consisting of: a halogen atom, an alkyl group containing 1-4 carbon atoms, a haloalkyl group 
containing 1-4 carbon atoms, an alkylthio group containing 1-4 carbon atoms, an aUcoxy 
group containing 1-4 carbon atoms, a haloalkoxy group containing 1-4 carbon atoms, and an 
alkylamino group containing 1-8 carbon atoms; or 

-CR^R^CXR"*); where represents a hydrogen atom, an alkyl group containing 1-4 carbon 
atoms, a cyano group or a halogen atom; represents a hydrogen atom, an alkyl group 
containing 1-4 carbon atoms or a halogen atom; and R"* represents a hydrogen atom, an alkyl 
group containing 1-8 carbon atoms, an alkenyl group containing 2-5 carbon atoms, a 
cycloalkyl group containing 3-8 carbon atoms, an alkynyl group containing 2-5 carbon 
atoms, an vmsubstituted or substituted phenyl group having a halogen atom or an alkyl group 
containing 1-4 carbon atoms as a substituent, a benzyl group, a phenethyl group, a haloalkyl 
group containing 1-4 carbon atoms, a haloalkenyl group containing 2-6 carbon atoms, an 
alkylsulfonyl group containing 1-4 carbon atoms, a haloalkylsulfonyl group containing 1-4 
carbon atoms, a cyano group, A^COOR^^, A^OR^^ COA^OR^^ CSOR^^ or cyanoalkyl group; 
where: 

A^ represents an alkylene group containing 1-4 carbon atoms; 
R**^ represents an alkyl group containing 1-4 carbon atoms; and 




(1) 



Y 
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when W is -O-Q, represents a phenyl group that is unsubstituted or substituted, having as a 
substitutent: a halogen atom, an alkyl group containing 1-4 carbon atoms or a 
pyrimidinyloxy group; 

when W is -CR^R^CXR"^), [R^] represents a phenyl group that is unsubstituted or substituted, 
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having as a substitutent: a halogen atom, an alkyl group containing 1-4 carbon atoms, a 
haloalkyl group containing 1^ carbon atoms, a nitro group, a cyano group, an alkoxy group 
containing 1-4 carbon atoms, an alkylthio group containing 1-4 carbon atoms, a haloalkoxy 
group containing 1-4 carbon atoms, a haloalkylsulfonyloxy group containing 1-4 carbon 
atoms or an alkylsulfonyloxy group containing 1-4 carbon atoms; or an alkyl group 
containing 1-8 carbon atoms or a haloalkyl group containing 1-4 carbon atoms; 
when W is -O-Q, Y represents -NR^R^ where: 
represents a hydrogen atom; 

represents a hydrogen atom, an alkoxycarbonyl group containing 2-5 carbon atoms or 
an acyl group containing 2-5 carbon atoms; or 
R^ and R^ together with N may form -N=CR^NR*R^, where 

R^, R^ and R^ each independently represents an alkyl group containing 1-4 carbon atoms; 
when W is -CR^R^(XR^, [Y] represents -MR V, -N=CR^'NR'^*R^* or -N=CR'''NR V where R^' 
and R^ are linked to form a 4-8-membered ring; where: 

R^' represents a hydrogen atom, a formyl group, an alkyl group containing 1-8 carbon 
atoms, an alkenyl group containing 2-5 carbon atoms, an alkynyl group containing 2- 
5 carbon atoms, a cycloalkyl group containing 3-8 carbon atoms, COOR^\ COR^^, 
S02R^^ SOzNHR^^ S02NHCH2Ph, S02NR^ CONHR^^ CSNHR^^ A^COOR^^ 
COAV^ CONR^ V^, CSSR^^ or A^OR^^; 

R^' represents a hydrogen atom, a formyl group, an alkyl group containing 1-8 carbon 
atoms, a haloalkyl group containing 1-4 carbon atoms, COOR*^, COR^^, S02R^^, 
COA^R^^ COCOOR^^ SCR^^V, SNR^^R^^', A^OR^\ CHiOA'OR^^ 
SNR^^COOR^^ SNR^^A^COOR^^', A^SR^^ or a benzyl group; 

R^ and R^ may be linked together with N to form a 4-8-membered ring; 

R^ represents a hydrogen atom, an alkyl group containing 1-4 carbon atoms or a phenyl 
group; 
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R^' represents a hydrogen atom or an alkyl group containing 1-4 carbon atoms; 

R^' represents a hydrogen atom, a formyl group, an alkyl group containing 1-4 carbon 

atoms, an alkynyl group containing 2-5 carbon atoms, COR^^ or a phenyl group; 

and R*^ are as defined previously; 

represents an alkylene group containing 1-10 carbon atoms; 
Ph represents a phenyl group; 

R^° represents an alkyl group containing 1-4 carbon atoms; 

R^^ represents an alkyl group containing 1-8 carbon atoms, a phenyl group, a benzyl 
group or an alkenyl group containing 3-5 carbon atoms; 

R^^ represents an alkyl group containing 1-8 carbon atoms, a haloalkyl group containing 
1-4 carbon atoms, a cycloaUcyl group containing 3-8 carbon atoms, an unsubstituted 
or substituted phenyl group having a halogen atom, a haloalkyl group containing 1-4 
carbon atoms, an alkyl group containing l-A carbon atoms, a hydroxyl group or an 
alkoxy group containing 1-4 carbon atoms as a substitutent, or an unsubstituted or 
substituted pyridyl group having a halogen atom as a substitutent; 

R^^ represents an alkyl group containing 1-4 carbon atoms or a haloalkyl group 
containing 1-4 carbon atoms; 

R^^ represents an unsubstituted or substituted phenyl group having a haloalkyl group 
containing 1-4 carbon atoms as a substituent, an alkyl group containing 1-8 carbon 
atoms or a phenylsulfonyl group; 

R^^ represents a phenyl group or an alkyl group containing 1-4 carbon atoms; 

R^^ represents an alkyl group containing 1^ carbon atoms, an alkoxy group containing 
1-4 carbon atoms, an alkylthio group containing 1^ carbon atoms, an 
alkylcarbonyloxy group containing 2-4 carbon atoms, a halogen atom, an imidazole 
group, an alkylcarbonylamino group containing 2-5 carbon atoms or a pyridyl group; 

r" represents an alkyl group containing 1-8 carbon atoms, a phenyl group, a benzyl 
group or an alkenyl group containing 2-5 carbon atoms; 

R^^ represents an alkyl group containing 1-8 carbon atoms, a cycloalkyl group containing 
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3-8 carbon atoms, a phenyl group, an alkenyl group containing 2-5 carbon atoms or 
an unsubstituted or substituted pyridyl group having a halogen atom as a substituted; 

R^^ represents an alkoxy group containing 1-4 carbon atoms, an alkylthio group 
containing 1-4 carbon atoms or COOR^^; 

R^ represents a halogen atom; and 

R^^ and R^^* represent alkyl group containing 1-8 carbon atoms; 
X represents S, SO, SO2, 0 or NR^^; where: 

R^^ represents a hydrogen atom, an alkyl group containing 1^ carbon atoms, an 
aUcylcarbonyl group containing 2-5 carbon atoms or a formyl group. 

2. A compound according to claim 1 wherein the compound according to Formula (1) is that 
represented by the following Formula (lA): 




(lA) 



where in the formula, R^ , R^, R^ and Q are as previously defined. 

3. A compound according to claim 2 wherein: R' is a phenyl group or a phenyl group 
having a halogen atom as a substituent, R^ is a hydrogen atom and R^ is an alkoxycarbonyl group 
containing 2-5 carbon atoms or R^ and R^ together with N form -N=C(CH3)N(CH3)3, Q is a 
pyrimidinyl group, pyridyl group or triazinyl group. 

4- A compound according to claim 1 wherein the compound according to Formula (1) is that 
represented by the following Formula (IB): 
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(IB) 



where in the fonnula, R^", through R'*, X and Y are as previously defined. 



5. A compound according to claim 4 wherein the compound according to Formula (IB) is 
that represented by the following Formula (IB'): 

'x— R^ 

(IB') 




where in the formula, R^ through R^, R^* through R^ and X are as previously defined. 

6. A compound according to claim 5 wherein: R^" is a phenyl group or an alkyl group 
containing 1-8 carbon atoms; R^ is a hydrogen atom or an alkyl group containing 1^ carbon 
atoms; R^ is a hydrogen atom or an alkyl group containing 1-4 carbon atoms; R"* is an alkyl 
group containing 1-^ carbon atoms, an alkenyl group containing 2-5 carbon atoms, a cycloalkyl 
group containing 3-8 carbon atoms, an alkynyl group containing 2-5 carbon atoms, a phenyl 
group, a benzyl group, a phenethyl group, a haloalkyl group containing 1-4 carbon atoms, a 
haloalkenyl group containing 2-6 carbon atoms, an alkylsulfonyl group containing 1-4 carbon 
atoms, a haloalkylsulfonyl group containing 1-4 carbon atoms, a cyano group, A^COOR^^, a 
hydrogen atom, A^OR^^ COA^OR*^, CSOR^^ or a cyanoalkyl group; R^' is a hydrogen atom, a 
formyl group, an alkyl group containing 1-8 carbon atoms, an alkenyl group containing 2-5 
carbon atoms, an alkynyl group containing 2-5 carbon atoms, a cycloalkyl group containing 3-8 
carbon atoms. COOR", C0R^\ SOzR", SOzNHR^^ SOzNHCHzPh, SOaNR^^R^^, CONHR^^ 
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CS^1HR^^ A'COOR^", COA^R^^ CONR'^R'"*, CSSR'° or A^0R'°; R^" is a hydrogen atom, a 
formyl group, an alkyl group containing 1-8 carbon atoms, a haloalkyl group containing 1-4 
carbon atoms, COOR", COR^^ SO2R". COA^R^', C0C00R'°, SCR^^^. SNR^'R^^', 
A*0R^\ CHzOA^OR^", SNR'''C00R^\ SNR'°A*C00R^°'. A'SR^^ or a benzyl group; R^' and R^ 
may be linked together with N to form a 4-8-membered ring; where A\ A^ and R'° through R^' 
are as defined previously; and X is S, SO or SO2. 

7, A compound according to claim 4 wherein the compound according to Formula (IB) is 
that represented by the following Formula (IB"): 

II (IB") 
N 

r .R«' 
\r9' 

where in the formula, R^", R^ through R'^, R^' through R'' and X are as previously defined. 

8. A compound according to claim 7 wherein: R^" is a phenyl group or a phenyl group 
having a halogen atom as a substituent; R^ is a hydrogen atom or an alkyl group containing 1-4 
carbon atoms; R' is a hydrogen atom or an alkyl group containing 1-4 carbon atoms; R"* is an 
alkyl group containing 1-6 carbon atoms, an alkenyl group containing 2-5 carbon atoms, a 
cycloalkyl group containing 3-8 carbon atoms, a phenyl group or a haloalkyl group containing 
1-4 carbon atoms; R^' is a hydrogen atom, a formyl group, an alkyl group containing 1-8 carbon 
atoms, COOR". COR^^ SO2R'', SOzNHR*^ SOzNHCHzPh, SOzNR'^^'^', CONHR*^ 
CSNHR'^ A'COOR'^ COA2R'^ CONR^'^'^ CSSR^° or A'0R'°; R^' is a hydrogen atom, a 
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formyl group, an alkyl group containing 1-8 carbon atoms, a haloalkyl group containing 1-4 
carbon atoms, COOR^^ COR^^ S02R^^ COA^R^^ COCOOR^^ SCR^^^, SNR^^R^^*, 
A^OR^\ CH20A^0R^^ SNR^^COOR^\ SNR^^A^COOR^^', A^SR^^ or a benzyl group; where A\ 
A^ and R*° through R^^ are as defined previously; and X is S, SO or SO2. 

9. A compound represented by the following Formula (20: 



where in the foraiula, W* represents -O-Q* or -CR^R^C^"^); and where: 
Q' represents a pyrimidinyl group, a pyiidyl group having a haloalkyl group containing 1-4 
carbon atoms as a substituent or a triazinyl group having an alkoxy group containing 1-4 
carbon atoms and an alkylamino group containing 1-8 carbon atoms as substituents; 
R* is an alkyl group containing 1-8 carbon atoms, an alkenyl group containing 2-5 carbon atoms, 
a cycloalkyl group containing 3-8 carbon atoms, an alkynyl group containing 2-5 carbon 
atoms, a phenyl group that is unsubstituted or has a halogen atom or an alkyl group 
containing 1—4 carbon atoms as a substitutent, a benzyl group, a phenethyl group, a haloalkyl 
group containing 1-4 carbon atoms, a haloalkenyl group containing 2-6 carbon atoms, an 
alkylsulfonyl group containing 1-4 carbon atoms, a haloalkylsulfonyl group containing 1-4 
carbon atoms, a cyano group, A^COOR^°, A^OR^^ COA^OR^^ CSOR^° or a cyanoalkyl 
group; and 

R^ through R^, R^^ A^ and X are as defined in claim 1. 

10. A method for the manufacture of a compound represented by the following Formula (la): 




(2-) 



O 
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^C-^W (la) 

where in the fonnula, R', Y' and W are as previously defined; 
characterized in comprising the step of reacting a compound represented by the following 
Fonnula (2): 

^C-^W (2) 

where in the fonnula, and W are as defined in claim 1 ; 
with a compound represented by the following Formula (3): 

H2N-Y^ (3) 
where in the formula, Y' represents -NR^R^ when W is -O-Q and -NR^R^ when W is 
-CR^R^CXR"*); and where R^ R^, R^' and R^* are as defined in claim 1. 



11. A method for the manufacture of a heterocyclic benzylidene-hydrazine compound 
represented by the following Formula (1 A): 



R5 



R6 

where in the formula, R^ , R^, R^ and Q are as previously defined; 
characterized in comprising the step of reacting a compound represented by the following 
Formula (4): 
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I 

where in the formula, represents a phenyl group that is unsubstituted or substituted, 
having as a substitutent: a halogen atom, an alkyl group containing 1-4 carbon atoms or a 
pyrimidinyl group, and and R^ are as defined in claim 1; 
with a compound represented by the following Formula (5): 

2^ (5) 
where in the formula, Q is as defined in claim 1; and Z represents a leaving group. 



12. A method for the manufacture of a heterocyclic oxybenzylidene-hydrazine compound 
represented by the following Formula (lb): 



N (lb) 

where in the fomiula, R^ , R'^, R^, R^ and Q are as previously defined; 
characterized in comprising the step of reacting a compound represented by the following 
Formula (6): 



NH2 

where in the formula, R*' and Q are as defined in claim 1; 
with a compound represented by the following Formula (7): 



f \==/ (6) 



wo 97/11050 PCT/JP9<J^02698 

165 
OCH3 8 

r'-c-n; 
0CH3 ^ 

where in the formula, R^, R' and R' are as defined in claim 1. 

13. A method for the manufacture of a hetax>cyclic oxybenzylidene-hydrazine compound 
represented by the following Formula (Ic): 

A 

where in the formula, R^", R^, Q arid R^ are as previously defined; 
characterized in comprising the step of reacting a compound represented by the following 
Formula (8): 



f 



(8) 



R^ 

where in the formula, R* , R^ and Q are as defined in claim 1; 
with a compound represented by the following Formula (9): 

R^COr (9) 
where in the formula, R^ represents an alkoxy group containing 1-4 carbon atoms or an 
alkyl group containing 1-4 carbon atoms; and Z' represents a leaving group. 
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14. A method for the manufacture of a compound represented by the following Formula (Id): 

X— 



(Id) 




0 0 

where in the formula, R*" through R*, X and R^ are as previously defined;) 

and a compound represented by the following Formula (le): 

R3 
X~r4 




(le) 



where in the formula, R^", R^ through R*, X and R^"* are as previously defined; 
characterized in comprising the step of reacting a compound represented by the following 
Formula (10): 

"X— R'» (10) 




NH, 



where in the formula, R* represents a phenyl group that is unsubstituted or substituted, 
having as a substitutent: a halogen atom, an all^l group containing 1-4 carbon atoms, a 
haloalkyl group containing 1-4 carbon atoms, a nitro group, a cyano group, an alkoxy group 



\ 



wo 97/11050 



1 

167 



PCT/JP9<»/02698 



c. 



containing 1-4 carbon atoms, an alkylthio group containing 1-4 carbon atoms, a haloalkoxy 
group containing 1-4 carbon atoms, a haloalkylsulfonyloxy group containing l-A carbon 
atoms or an alkylsulfonyloxy group containing 1-4 carbon atoms; or an alkyl group 
containing 1-8 carbon atoms or a haloalkyl group containing 1-4 carbon atoms; and 
through and X are as defined in claim 1; 
with a compoimd represented by the following Fomiula (1 1): 

where in the fonnula, represents R^°, OR", NHR" or NR''*R'°'; Z represents a halogen 
atom, OCOR", 0R^° or OH; note that R^°, R", R" and R" are as defined previously. 

15. A method for the manufacture of a compound represented by the following Fonnula 
(IB-): 

r-* 

(IB') 




where in the fonnula, R*", R^ through R'*, R^ through R^ and X are as previously defined; 
charact^zed in comprising the step of reacting a compound represented by the following 
Formula (12): 

R? R3 

'X— R4 




(12) 



NHR 



5" 
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where in the formula, R^*, through R*, R^' and X are as defined in claim 1; 
with a compound represented by the following Formula (13): 

R^'-G (13) 
where in the formula, R^ is as defined in claim 1; G represents a halogen atom or OCOR^^; 
where R^^ is as defined in claim 1. 

16. A method for the manufacture of a compound represented by the following Formula (Ih): 

I 

where in die formula, R*", R^ through R"* and R^' through R^' are as previously defined; m is 1 
or 2; 

characterized in comprising the step of reacting a compound represented by the following 
Formula (Ig): 

■s— r4 

(Ig) 




where in the formula, R , R through R and R through R^ are as defined in claim 1 ; 
with an oxidizer. 



17. A pesticide for use in agriculture and horticulture having compound (1) as its active 
ingredient. 
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(57) Abstract 

Ben^lidenchydrazinc compounds 
represented by general formula (1) and 
agricultural and horticultural pesticides 
containing the same as the active ingredient, 
wherein W represents -O-Q (wherein Q 
represents an optionally substituted 
6-membered ring having one to three nitrogen 
atoms) or -CR^ (XR* ) (wherein R 
reprcsnts H. alkyl. cyano or halogcno, R^ 
represents H. alkyl or halogcno. and R^ 
represents H. alkyl, alkenyl. etc.); R 
represents optionally substituted phenyl when 
W is -OO. or optionally substituted phenyl, 




■w 



(1) 



W is -0-0-. or optionally suDstiiuiea pneny.. , * . ^ . „! 

lo when W is Vq. or -NR^ R^ -N = CR^NR' R*" or -N = CR' R' R' (wh«..n R 



represents H, and R* represents H. alkoxycarbonyl or 
" andR*" are bonded to each other to form a 4- to 
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i^.^gft 1 ~ 4 CD 7 ^us 4> u < t± k* v 5 iym^mr ^y^^ 

W*«-CR^ R' (XR^ ) C0i:§. MM!^X{ia^*i:UTAa^->lf. 
^. ^t!l/i^Uii~4 0!>7;u^;u«. Mm/l?lfti~4©Aa7;i'^;u 
z:.hum. i/7^m, ^fgii^Sii~4a)7;u3^'>s. m^Ji^Sft 
i~4 057;u#>'i'f-=i-«. migl^^llfti~4©An7;u3Jps/S. ^^Jl 

1 ~4<DAa7;U=»rJl'7.;U4^-JU^^'>S<:)b < lil^MJP.=F^ 1 ~4 

©7;u^;u;^;U't^^;i/:^^v'S=S:Wr^7x^;uS. ^^iF.^Sft i ~80 
7;u^;uaXttj^mi^'Fi^ 1 ~4® AO 7;u=^f JU«*^i:>-r ; 



wo 97/1 1050 PCT/JP96/in698 

4 

R^ It. 7K^l^^^^t>L ; 

R« tR' tHNi:«tuv -N = CR' NR« R» ^SrffM L T 4> J; < . 

W*s-CR^ R' (XR- ) CDi:t. -NR = 'R«\ -N=CR'"NR«- 

R''Xt4R'"i:R"'i:**iilgbT4~8M3®^JfMLfc-N = CR'"N 
R«'R"^r^t>-r ; ZZX\ 

|ft3~8(Z>>'^a7;U^;U^, COOR". COR'^ SOa R'^ s 
NHR'\ SO2 NHCH2 Ph, SO2 NR-'R*"* . CONH 
R'\ CSNHR", A' CO0R'°, COA* R". CONR'-R'"'. 
C S S R '"XttA • 0 R "»=S:*t>b : 

^g$l~4CDy\a7;u#;US. COOR'\ C0R'\ SO2 R", CO 
A' R'\ COCOOR'", SCR^°R*''R*°. SNR=='R^'' , A' 0 
R'\ CHs OA' 0R'\ SNR'-COOR**. SNR'^A' COO 
R'"' . A' SR'^Xit^y^J)im^mt>[y ; 

R^' tR^' titN t^izmm^r 4^8mm^mmti>ii ti^X'^ ^ ■, 

L : 

R''i't7i^mw.=F:^immBi'^i'^4<D7}i^^)i^m^mt>L 

^Sft2~5 0r;i/^^;l/S. C0R"»Xt±7x-;i^)|:^t5L ; 

A' j5iifR'°immtmmxh'o 



wo 97/11050 PCT/JP9d«tt698 

5 

R 'n±^^ii^li[ 1 ~4 0r)T;U^;bSXtti^fm^lft 1 ~4©ADTJU 
R '"ttfiEMi^t L < tl^#lli^S5{ 1 ~4 a)Aa7;u^;ba'Sra^ai: U 

R ' 1 ~ 4 CD 7 ^I'S. ^^i^? ?ii 1 ~ 4 (7) 7 ;H3 ^ V 

j^#j^^^i~4 0[)7;i/^>'U^^Sv jKlgl^.^S^2~4©7>ii/^;u;<j 

R"H^#/^.i^S^i~807;i'^;uS. 7xi;uS, ^>i/;uSXtij^ 

R ' 1 ~ 8 © 7 -'U^ ;US. mmm=ftk 3-8(Di^^v7)l 

^)im. 7x^;u5, i^#Jl^?&2~5©7>)U^^>'USXH«BJ^t)t< 
\itm.^mt LTAn^-yl^^%WT^e'; v^^US'&^^jU : 

R "tt^^lf Tli 1 ~4 o[)7;u=i^s^S. i^^l^^lft 1 ~4cD7;u^;u 

5^:^5. coo R'°%^i5L ; 
R^oiiAD^-yll^^St^b ; 

R^'St/R^'" ttRmJF.i^lil~807;U^>'US'Sr«t>U ; 



wo 97/1 1050 PCT/JP96/Q2698 

6 

XliS. SO. SOa . OX{±NR"%^t)-r : CdT-v 

T-^x^ti^'^yv^VT'vt K^S^v-ft^ife Mb^#) (1) ) {zlH-r^, 
^2©%B^tt. iXjC (2*) : 

5C^. W tt-O-Q' Xtt-CR' R' (XR^-) 'Sr^fc b : d C T" 

R ^ ' itEmmWJ^'^ 1 ~8 j^^l^^gft 2 ~ 5 

^;i'S'SrW1--57x::i;uS. '^ye^^i.s. i ~4 

©An7;i/=^;uS, j^^/l^lii2~6©AD7;L/^-;i/S. j^^j^^^i — 
4 07;u^;L'X;u;fx::^;uS, i^^/^^gj{i~4©An7;u#;bA;u^-;i. 

Ss v'7>'a. A' COOR'°. A' 0R'\ COA' 0R'\ CSOR'° 
R' ~R^ . R'°. A' lSLZ/XI,mBtmmx-$>^ ; 

r-^-^ti^it^!^ iit^^ (2*)) \zmt^ii<DX'$>^o 

^jC (3) : 



PCT/JP96AI2698 

WO 97/11050 

7 

H2 N-Y' (3) 
Y' liW**-O-a0il§. -NR" %^t>L. W*«-CR' 
R» (XR- ) CDtt. -NR»'R«'=S:Si5-r ; ilCT*. R' . R* > R"' 
Sc;R«*ttluiei:|5)ilT-*«> ; 

(la) : 



^^-O-^ (la) 
5^4". R' . Y" acfWll. BiiiBi:|5l#T-&2> ; 

T^F$tL-5>'(t^ti (la) (Dmmzmt^ho-Qth^. 

mA(0%mi. yC5t (4) : 

I 

5^4^^ R'-ti, MS^j^tiS^St L-'^^^a^'^-^^^' )K#'^^^1~4© 
R» St^R* tt. BijlEi:|SiaT'«>^> : 
^X5t (5) : 

Z-Q (5) 

(1 A) : 

R^ 

I 

R5 r^ 



wo 97/11050 PCT/JP96/02698 

8 

ms^nrnti- ijsc (6) : 



NH2 



(7) : OCH3 „o 

R'-C-hT (7) 
I \p9 

0CH3 ^ 

ii^^ (lb) : ^, 

R'-. R' . R" . R^acfQn, mutmmvS}^: 
necD^B^d. (8) : 



wo 97/11050 I>CT/JP9««2698 

9 

5Ct}3. R''. R* Strati. mit^^X'$>^ 

(9) : 

R"COZ* (9) 
(Ic) : pi- 

i|r ^ (ic) 

R"* cor" 

T-^ $ tl -g* 'vx a If :t # i/'^ > X V t K 7 i> b^«^® ^^ti: <2> 4) ©T* 



m7(Dmm±. (X^ (10) 




R2 r3 

X— r4 



(10) 



^ 7 ^ ^ ^^I^.^l^ 1-807 ;u=^ ;uS3Z.H^#i^TI5i i ~4 © a a 



wo 97/11050 PCT/JP96/02698 

1 0 

<X^ (11) : Q 

J (11) 

^4>. R"t±, R'°. OR". NHR-XtiNR^R'"' ^mt>L ; Zli. 
AO^'VI^^, OCOR". 0R«», OH^mtyt '.fm^. R'^ R", 
R"SC;R'"tt. tfii2tl5lgT-$)^ : 

^iCdd) : R- R^ 




(Id) 



O O 




X-R^ 

(le) 



0 

R'\ R^ -R" . XSO^R^-d, BiilBi:|5jgT-«>a : 

mSCO^^tt. ?X5t (12) : 

R^ R3 



^NHR^ 



(12) 



WO97/11050 PCT/JPWA)2698 

1 1 

^ (13) : 

R« -G (13) 
^4^. R^'tt. MEi:PlS-C-i>0 : Gtt. Aa^-y|^.^3ltiO C 0 R "^rS 
t>-r : uCT. R"l±Hijiei:lRlMT-$>^ : 

m.ilB' ) : 



(IB') 




m9(D%mii^ «^5t (Ig) : 



(ig) 




5t4'. R'\ R' RD^R''~R* tt« HufetIi]gT-«>^ : 
»:5C (Ih) : ^, ^3 

^^O^S(0)nr-R^ 

II (Ih) 

N 

I 

-A 



wo 97/1 1050 PCT/J«>6/02»8 

1 2 

{12T'$>'5> ; 

T^^n-s-fk^i^ (ih) o^mzmt^i>(DX'$>i>. 

^b^i^ (sJiiB^t^!^ (1 A) ) Rz^^commmm iit^<^ (2) ~ o) ) tcij 

^:r-5^MglSR'\ R^ ~R^ . R' ~R^ . Q* . ZRrJZ' imTOt 
Ao^->JF.^i:UT(i. im^^, a-i'lg/i^. "7 -vHil^'iif'&r 

tt, 2. 3Xtt4{i^cirT-$><5o 

- 2 - f 'J ^ >>^;u:t+2/ST-i>-2). f V 5 i^-;u^=iri/aoc)SJSfegii4#{cpg 
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1 3 

i:R* ttlNi^^tu. -N = CR' NR» R" ^M-T^^d 1 4)T*t-2>o 
R^ . R" S.Z/R' fcUTttx ^n^-'n3fcibfc^«JI^Iftl~4©7;i'+JU 

h ij7S^--'l'StbTH. i!f*b<tll. 3. 5- h ';7S>-;i'ST-$>^o 
n-ir-yjli^. ^S$fgll^|^l~4Cr)7;b^;US. ^HH^^Sf 1 ~4®7>iU^;U^^ 

S, ^fg)l^Sii'-407;u3=^2^^. i^fg/il^lfti~40Aa7;u^;i'S. ^ 

#11? Ift 1 ~ 4 © /N a 7 ;U :3 ^ i/S, m^lf.iFS^J l-'8(7)7;U^;U7^yS=S:^ 

Aay>i#.^i:bTtt. ts^)^^^. 3-^7^11^. ft^HT. -y^nmi-ui^-^ 

7;U^;USfcbTt±. mm^'5L\ii.^mk(D'^(0^m\ii>^tti^Xti>i3^;^^ 
b<ttCH3 Xthi>. , 
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1 4 

T-#5*«:iif*L<{iOCH3 . OC2 H5 T-$>^, 

-set *s-r-# : if S U < 1 ~4 ©7 -y^il^ JgrWre h(DX' 

il^. T;1/^;uS. 7;u=^r;u^;rs, 7;UD^i/S. An7;u^;i/ST-$>») ; 
2-tf'j$i?-;i,g{c^n:r5B^5i:tTl±. if* b<tt7;U3+vS. ad7 
;u^;uS. 7;i/+;bS. An7;m + s>S, An^->/^:f r-^-s, 
f';i>;b5{:*;t:reSi^Si:UT(±, if^ L<ilAa7;i.^;i.g, Ao^'y/i 

h';7i>-;ug{c*ji:f^B^Si:LTtt. if * L< tt7;b3 + i/SSaf7;i.x^ 

Q' tVXlt. e';^i?^;i.S. a^^Si: LT^#/i^?!ft 1-405 ad 7;u^ 

Q' iCi>H;t^e'MS/::i;i,S. AD7;U^;US, 7;U3^i/SS?/7;U:^;U7 



WO97ni050 PCT/JP9fifl)2698 

1 5 

7 U -^ux^u^^JUS. 77;u=^;u5^:rs. 7^;u+;u7.;u7 
-<^;us. 77;u^;i/;^;u*^;i^. h 'J7;u^;i/7$ys^cif^^i:f^i:i:** 

S. 7;u+;u^^S. 7'}-)U^tm. 7;i'3^s/S. 

^>^S>'j:t'%^lf'2>c:i:**T-^'&** ; »*U<t±An^r->if,:f. 7>';U:r^2^S 

T'«)0 ;^6{u»^b<l±v 7S/;U:f^v'aT**^>o 

^fc^ *^B^05{t^i^ (lA) {C{1> ^iS\^^i^lSLZft0m^^i>'^tni>o 
it^m (lA) i:bTt±. Huie©^fl®S^S^Ifi^^i5-i^/i4>0'SrW^i: 

(a) R' *i7i^;uST-$>0. R" tR* i:**Ni:ftm. -N = C (CH3 ) N 

(CH3 ) 2 ^J\mh. CLi)i\i') ^i>^)mX'S>^it-^<^. 

(b) R' dS7:c^;uST-«>0. R' i:R* i:**Nfcitic^ -N = C (CH3 ) N 

(c) R'*«7ji^;PS-C^)0. R' St/R' *^7K^/F.^-C-*'9. Q**f'Mi>^ 

(d) R ' ■ *<7 X ^;UST«) 0 . R ' t^7m!^.=f-X'$> 0 . R ' **^#Jl^gS 2 ~ 5 
a)7;U3:^ri^;!7;i'*'^;UST-*0. Qd^eV $i^^;UST'*2>{t^«^o 

(e) R' *i7i^;i^ST-$>0, R' 3t)«7Kmil^T$)0. R ' gft 2 ~ 5 

(f) R' *«7x^;UST-aj>0. t^imW^-Xh'O. R^ *«^#li^S42~5 
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1 6 



(g) R''*S7^^;ug-t:-ar,»). R'^ tR^ tTb^Nti^lZ. -N = C (CH, ) N 

(CH3 ) 2 ^m^b. Q.i}n')7V'^)Umx-$>i>it^mo 

(h) R' Jii7i::^;PST«>0. R^ ***#li^T*0 . R' **^f!gM^2'-5 

cne>CD<if^ LV^ill^^^*)i^■*>e>'&:5(a) ~(h) T-^L/i{b^tl (lA) © 
R'\ R'' ~R« SCfQi:LTl±. mB0)mm®Pf\X'9jk[^tztf^Ll^^i>(D. mf 

{1A-1)~(1A-10) , (lA-12) ~(1A-14) . (lA-16) . (lA-17) , (lA-19) . (lA- 
20) , (lA-22) ~(lA-24) . (lA-26) . (lA-28) . (lA-29) . (lA-33) . (lA- 
35) ~(lA-38) . (lA-46) . (lA-49) ~(lA-53) . {lA-55) ^Cif'Sr^lf 

-15. *%B^©g6«J'ft^i^-C-^>-5jt (1) {I:^*^^T, R' tiR'"X'h*). Yt^ 
-NR^ R^\ -N = CR' NR" R« X{±R' tR" t*<jgj^UT4~8M]® 
*ffMLfc-N = CR' NR'''R' T'«)0» W*i-CR' R' (XR-* ) X'$>i> 
TIB-^iC (IB) : 



({b^4^!) (2) Rlf^(Omm^J:it^'^ (2-). it^m (3) fjif) lZi5iii>^m 
it^i^ilB) ilLXit. Y^i-NR^ R^Xti-NsCR' NR- R'T-^ 
^LT, CR^ NR-' R' l3i;i:r^R^ i: R« i:t±. iX^ (1B" ) : 




R2 R3 



(1 B) 



N 



Y 
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R? R3 



X— r4 



C 



N 



(IB-) 



/ 



(CH2)n 



OT. Y*s-NR*'R* T-^$n^{t^#)^^t^^ (IB"). -N = CR' N 
R'-R' T-^^nS-fb^t^il^^b^^^ (IB"). -N = CR' NR'' R' {Ci>i:t^> 
R^ i: R'' t:*Sji*gLT4~8fi^%Jf$fiJ4bfc^i:^!^%'fb^4i!i (IB" ) tlT^T 

-2). 

4 © A o 7 -'I'X i:' W ^ ^ 6 e 

fb^i^O (IB) tCi5l:f'6R'"i:UTtt. if*L<tt7i;:^;uS. ^^Hi^SJfl 
~8O7;u=^;uST-«>0 ; $€>ic»*b<{±^b^ifei (iB")T'l±7iJ^;^s. 

/^^2!ftl~8<D7;i'^;UST'«>9. -ft^t^O (IBlZiTO^i^ (IB" ) T-tt7x^ 

-fb-^4^ (2) ^C^'^/^T, R' *iR'"T-$>0. W75S-CR=' R' (XRM T'$) 
-6TiB-flS^ (2B) : 



^43. R' \ R== ~R* S^/X{i. BuiSi:|5]gT^^ : 



R2 R5 




(2B) 



O 
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1 8 

gj[ 1 ~40An7;U3^ri/S. 1 ~4CDAn7;Ui^r;t'X;U7^-;U:t^ 

~4 07;u^;uS. ^/1^S{1~4©t;h3^S/S. jg^^H^lfti ~40!)t;u 

^#/^.^gfel~4<DAaT;b3=^ri/a. ^fgl^^S[l~4®AnT 

;u^;bx;u*-;u:r^s^Sfe L < Hj^^Jl^gJi i ~4©7;u4;u;?.;u;j^r:;u;j-i^ 

i/S;SrWr^t£DT-«)0 : (lB")Rc;>fb^#) (IB"') 

it^m (2B) Jc:iJt-t^7i-;uSi:bTti. L< JlMSi^Xiia^Si: 
LJ\rJirym^, ig^^/^^gJtl~4CDAn7;u^;i/S. ^haS. i/^yg, ^ 
#/i^lJfi~4c7)7>'U^;uS. mi^Jl^Sfi~4<D7;u:i+>'S. ^^i^^^^i 
~4(7)7;u^;u5^:tS, R#/^^?^i~4C7)Aa7;L'3=ipi/S, -K^/^^IJii- 
4 CD AD 7;i/^;i/X;u*-;i.:t^i/54) L < ttR^H^St i ~4©7;u=^;uxju 

s^a(7)Aay>i^^i:tTtt. a-i^^j^:?. ^mi^.T, y^mm 

: if i b < tt. a^5<DgftH 1 <{j L < (± 2 T-$> 0 . S^ScD&gtl 2 3 
If -2>c i:*ST't Si*, mb< timmW.Tm^ 1 ~4C!)-7 y^ll^'SrW-r-&^0 



wo 97/11050 
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b<{±. a^s^SttiT-ajo, a^s®sai±if* b<{i4{ST-a5'&o 

0*b<ttscH, T*^. a^«©si&y^<iatttf{cPBS^^i''^i'^*^ 

H. CF3 . OCF3 . OCHF2 . OCBrFz X'h^o Mi^S^DSaSt/^fiS 
b<l±4fi[T-$>So 

ii^HT. s-^^lf.^. 7y^j^^':ci:'cDAayylil^^^1-^. 
tt$f*b<ti4{4T-&-5» 

if-2)z:i:*^T-t'2>35«. ftf^b<noso2 CH3 T-$>6o a^s^ssst^i^an 

<tt4{5T'*)'2). 
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\ff^Z.tt^X'^^, 

RZf7)\^^)Umv$>*) ;it^^ (IB") Xit. tiftb<it7mm=F. 7)V^)V 
mX'th^ ;<t^m (IB" ) T't±. i^tL<i,t:mm=FXS>r> :<t^^ (2B) 

X'lt. j(f * L < ii7^mm^Rzf7)U'^)mx'3i>i>. 

nrmii>:itt)^X'^i,ti ; (1B )T(±, Jf* b<{±7KaJl^scJfT;u+ 
;u5T-$)0 :<t^#i (i B")Ttt. i?^ b<{l7K^^^Sc57;u^;uST'$)0 : 
<k^J|^!I (IB"-) T-ti. if^L<ti7i<^ll^T-$)0 .-^k^^fe (2B) X'\.±. 

7 A n y tLx\,t. R ' " tcieig t fc 4> CD t 111 D 4) 0 ^gr^lf 

-'I'Sv ^|gii^gJ[3~8©S/i?n7;u#;uS. j^Si^.?|ji2~5c7)7;u^-;u 
7x^;uS. '^yi/;us. ^x^^^^^ug. j^^l^^gji 1 ~4 o[)An7;u+;u 
i^m/^^IJ2~6<DAo7;u^^;i/S, i^lll^.?lifi~4 0D7;u+;u;?.;u* 

-^L^S. ;^*/^.^gJll~4CDAD7;U^;UX;U7j-vj::;US, v/7>'S. A' COO 
R'°. tK^J^^. A' 0R'°. COA' 0R'«, CSOR'\ S>7y7;U#;US 
ti:if^m\.ii>Zti)iX'^^ (A' (li^^ll^^?!ftl~4©7;U^U>S=Sr«L ; 
R"'{ii^lgil^^i~4©7;i'^;i.S^^-r. ) 



wo 97/11050 PCT/JP9»02698 

2 1 

it^^ (IB) iZiiiii>R^ tLXli. if*L<{i. it-^!^ miX'itmmi^. 

R'^ CO A' OR'°x >'Ty7JU^;i/S<Cif-C&0 (1B")T'1±^#J1 
0 ;it^^ (IB" ) T'tt^#ll^SJl~6©7;i/+;U«, ^mJl^Sl[2~5©7 

-(b^Jl^ (2B) iZiHi^R^ tLXId. »tb<l.i. mmi^'^^l-BOTJi^ 

i^igll^23[2-'5C!)7;u+^;uS. 7i^;uSv ^>e>;uSx 
j^^Igi^lftl~4CDAa7;U^;L'S. ^*|gTlfc2~6©An7;u^-;i' 
;^#li^lfti~4 0[)7;u+;ux;u;j^^;us. i^7ys. TK^iE^. cso 

n-Cs Ht . i-Ca H7 . n-C-, H9 . s-C-, Hg . t-C^ H9 X'$>^o 

7)[^^^)i^mtLxii. m.imxii^i^^(D'b(D^miii>i:itMX'^i>*i. tti- 

tL<^imm^^.^^^^30)'bOX$>'0. $6(Cif*U<{±CH2 CH = CH2 x 
* L<H^S)i^|jl*^3CD4)®T-$>0. $6tC|!f* b<t±CH2 C^CHT^) 



wo 97/1 1050 PCT/JP96/02698 
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it^i^ miRz/it^!^ (IB- ) iz&my j.^)i.mtLrit. »iL<i.m 

ry#I^T^^T-2)4ja)T-$)^>o iif* H/^A□T;^4-;^S^: LTtt. chFz . 

CFa , CH2 CFs . CH2 CCI3 . CH^ C2 Fs . CH (CF, ) a . 
CBrFa , CHFCHFa . CF, CFCIH. CFa CHFCF3 . CHa 
CHa CF3 . CHa CI. CFa CHC 1 Ffj:if^mi-fi>Zt7b^X'^ ; $6fC 
JfSL<tt. CHFa . CHa CF3 . CF3 . CHa CI. CFa CHCIF 

$>*) : L<ttCH = CH-CF = CFa . CF = CFCF3 SCf C F 

^t^^X^^^i;^tb<l±S0 2 CH, T-^)-5. 
m-fi>^ti)iX^i,i>i. »*t<ttSOa CF3 T'$>*o 
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A' COOR'-iltTtt. A' i)immf^^^^l'-4<D7}U^\yymX'$>K). 

t.i>iX'^^i)K if*b<ttCH, COOC2 Hs X$>i>o 
A' OR'°l±. a4)fiF^t<(lCH» OCH, T^-i. 
COA' OR'-'tt. St)»*b<ttC0CH2 OCH, T-«>So 

CSOR'°l±. fit)i!f^b<{±CS0C2 Hb T-ib-Sa 

R^-fcUTtt. COOR", tK^M^^. C0R'\ SO2 R'^ SO, NH 
R'", SOa NHCHz Ph (^j:i>. PhH7:^^;i'S*^-r. ) , SO2 N 
R"'R'°' . CONHR'\ CSNHR'^ A' COOR'\ COA* 
CONR'^R*"' . CSSR'\ ^#M?IJfl~80T;U#;US. mm^.=P^2 

i>n7;i'+;uS. A' o R"'''j:if^W-£>i:i:**t:-^'&. 

COOR"i:b-Ct±, R"**M#I1?-I&i~8©7;u+Juax 7x^;uS. ^ 
xttMfg|li=^S&3~5©7;ui5r^;u«T*i>^.4)©%W*c: i:*«T- 

-CH2 CH = CH2 T-i><2>o 

coR^fcbTti. R'**<^#IMTI^i~8®7;u^;uS. M^/i^lftl~4 

R '*{i:iJi:fSAa7;u^;uSi: bTtt. 7;i'^;uA«lUM3ltt^'i^^'C-&0. 
igfllli^. a-fl^ll^. aigli^'. 7'y^J^.i^'i:i:'0An^->li?'S:^-rst>cO 
%^lf 2> il i:*<T-# »^ b < tti^^H^lft** 1 ~4 T-7 ^y%W^^M1r^ 
i:)<DX'$>0. ^etcif^ b<HCF3 T-$)'5>. 

R ' ^ jcii l:r -5. i> n 7 t b T (± . » ^ b < tti^^H^ l^l*^ 3 ~ 6 cd 4) 
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R "tzi5l:f^ f V >')imt LTtt. MM^4j U < l.t^\u^yj^^:^7^mmmt L 
4©Aa7;i.+juST'abSt>0^^if^c:i:**T-t : T;u^;i/St urn. if* 

i>i)K b< t±i^Sli^lfe*n~4T-7'y#l^i^^:Wre<bC!)T$>«3v 

SOz NHR'o^bTtt. ftfeSf i t < tt S 0 2 NHCH3 . SO^ NHC, 
Hs yttSOz NHC, H7-nT-$)-5o 
SOa NR'°R'°' irbTtt. ftt$fib<(±SOe N (CHs ) 3 XttS 

Oe N (CHa ) C, Hs T^)So 

C 0 N H R UTtt. R '^dJ^^fg^^Sl 1 '>'80T;U4;i^XiiMS^^ L 

c s N H R ' ^ i: bxti. R ' ^tmmm=^-^ i ~4 ©r^mr ;us3itt 7 X 
«t^<?)*)CD. $e>tuif* b<{±CH3 T$>^o 

A' COOR'^tbTtt. g'bif^b<ttCH3 COOCH3 Ti>-5o 
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R ' "t^mmw.'^^ 1 ~ 4 © 7 =^ e/S. mmm^^ i ~ 4 © t S. 

i$.:Vt(Oii(DX'$)'0. ^e)t3if* L<tt0C0CH3 T-$>So 
R'^{z*C:r-2>AD^>ll^^i: UT(±. t^^Ii^. a-^^/l^. MSi^.^. 7y 

dg^^O!>t)(DT'«>0> $6mif* L<liNHC0CH3 T-*-2)o 

CONR'^R'"' ilLTtt. g4)if*b<ttC0N (CH, ) e T$>^>. 

CSS R'°i: LTil> g^if^ L< ttCS SCHa T-$)-2>o 

^MH^I^ 1 ~8cr)7;u^;uSi: bTli. if S L < {±lllIt^X(±5Jii^«<^-K^ 

J^.?^lEft*^ 1 ~ 6 CO O ^r^lf c: i: ;5<T' § -5*^ ^ 6> fcif * L < 

l~4®^®T-$>'2>. 

i:i:*iT'#-2>*^\ if*b<tt7';>iuST-$)^o 

J^^Ji^Sj3~805S/;i7n7JU^;uSi:bTtt. S/^a^nt'yUS, S/^ny 
^;i/S. v':J'0'>^y5';i/S. i/i>n^^S/;Ug. S/i^'O'vy^^USv i/^o;f^ 

A' OR'°i:LT(i. ft^bif* L<{iCH2 OCa H5 T-^j-S. 

R^ ilbTtt, 7K#|^.^. COOR'\ COR'^ SO2 R'\ COA' 
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R". ~8^)7;u*;i/S. cocoor'\ scr^°r^°r='\ 

SNR"R«'' . A' OR-. CH. OA' 0R'\ ^x;b$;US, SNR-CO 
0R*\ SNR'»A' COOR'^ mmm=F^l ^4<DJ\U7 JU^)m. -^yi> 

cooR"tuTtt. R''*5^#i^^S(i~8©7;u+;us. mmm=fm'- 

fcLTtt. if*t<l±CH2 CH = CH2 X'$>^o 
COR'"fcUTtt. R''*s^^/^^^S{1~8®7;U+;US. )^^11^S[3~8 

SO2 R''tLT{±. «4)»*t<{iS02 CFa . SO, CH, X^b^o 

COA- R'«i:Lrt±. R''*s^^ll^gfei~4®7;m#i/S. ^^/i^gft 

IMtt3^tt^il5^t^CD^(DT-$)0. $e>{Cif* b<{iSCH3 T$>0 : C 0 0 R '"T 
t±. if*L<{iC00C2 Hs T-i>-5,. 

Ws=f-m^ 1 ~6® $ * U < l.i&inW.=F^ 1 ~4 04)OT*-2.. 
C0C00R'»i:LTtt. S4)*f*L<ttC0C00CH3 T-$,-5. 
SCR"R"R"i:tTti. R^-'^s^gS'iroTtjJiiNjts^j^.^. a-^^j^^. 
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<0s L/< (±SN (n-C^ Hs ) a T-$)^o 

A' OR*'i:UTtt. A' {±CH2 . (CHa ) 2 tmtb< : R^'ttifSL 

S[l~4 0!)t)05T-«>0. gt)*f*t<l±CH2 OCH3 . CH2 0 (Cs H7- 
i ) , CH2 0 (C-, H«-n ) XttCHa OC2 Hs V$>io 

CH2 OA' OR'*i:bTtt, atJ?-^L<ttCH2 OC2 H4 OCH, X'$> 
-5. 

SNR'°COO R^'fcUTtt. mfoiiftL<liSU (CH3 ) COOC^ H9. 
SN (i-Cs H7 ) COOC, Hs XiiSN (CH3 ) COOC2 Hs X'$>i>o 

SNR"»A' COOR'"' tLXlt. g*)if*U<{iSN (i-C, H7 ) C2 
H4 COOC2 Hs T-^)^. 

'5>eii:*«T-$'5*i L<ttCH2 CH2 F. CH2 CH2 BrXiiC 

H2 CHs C1T$>6. 

A' SR^tUTli, A' i)m^J^^=P^l--4<D7}V^\yyXh^X. R'^*« 
7 i ^ 1 ~ 4 © 7 ;i/aT- -2> t © ^r^if j: *<T* t -5 

A' i:UTl±. CH2 . (CH2 ) 2 

R'"{e:*5i:r^. 7;u^;uSi: LTttCHs Ui/^. 

A' SR'*i:LTffit)^lf*H/^'b(^^i. CH2 CH2 SPh. CH2 SPh3l 
ttCH2 SCH3 X'$)i>o 

R^ tR' tit. NumzmmbXA^aMm^MfSLr^ztt^x^^^K sf 
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L<t±CH3 . C2 He ima^ti^. 
L<l±CH, . Ca Hs T-*-5, 

5©T;U+^;ua. CHO. COR'°.7mm=F^J:t:^mi-f^Ct7!)iX^^ti; 
0 lit^!^ (IB" ) T-t±. jif^L<tt7;U^;i^, CHO. C 0 R '"XttTkfg/^ 

tL<l,±CHz C = CHT-$>"5, 

COR'''fcLTttv b<tiC0CH3 T-*6. 

Xi:LTtt. S. SO, SO2, 0. NR"?iifsSr^if-5i:i:**T'#^*i : -ft 
^ifel (lB")5LZ^<l:^i^ (IB" ) X'i±s if*b<(lST-$>-2>o 

$e»tc»^ b<l±C0CH3 T$>0 ; T;i'+;i/Si:LTt±. L < Hitll:}j^3^ 

^b^i^ (IB) tea. ^H^14<*:Stf^©g^#l4j^*n^o 

(IB) i:bT{i. Bul£©^fl©gi^S'Sr*I^^t)ii-fcfe<D^¥if -Sci 

(1) R'-*i7i^;i.ST*o, R' Rr;R» *i7K^;^i^T«»o, r^ 

mmb. XibiSX$>i>{t-mi (IB'). 
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(2) R'"*«7i^>'UST-$>0. . S:C/^R^ **7Klil^TT-*)0. R^ 

(IB ). 

(3) R'-i<7i^;i.S-C*>0. 2tt/R'' J&*7K^l^^T-«>0x R' ^s^^lP.iF 

0. R^'^^^cooR-'-ca^o. xt^sx-h^it-^^ (ib )o 

(4) R'"*i7i^;ua-c-$)0. d^m^J^^^i ~4©t;u^;uSt-^D. 
R» SlJfR" d*7jcmilT-CS>0, R* *«MlgJli^Sil~8(D7;P^;i-ST-«) 
0. R' d«COOR"T'*0. X**S-C-*-5<t^4*) (IB'), 

(5) R'"*S7i^,>UST-*D. R' . R^ SU^R^ **7K^/^^T-*0. R" **k 

h^W:^^ (iB')o 

(e) R'"*i7*:^;UST'«»0. R' , R" S.r/R "■**7ic^ll^T-$)0 . R" Ji*^ 

ST'a5^^t^2|^ (IB ). 

(7) R'-ii^y :c:=.)Vmxtb^. R* . R' St/R''**7Kf^l^^r-$)0. R- 
#)^.^l!ft2~5C[)7;U=Sr^;UST-$>0x R' *^COOR"T^0. Xd^ST- 
$>^it^^ (IB')o 

(8) R-'SC/fR" d«7i^;bST-*>0. R' . R^' St/R^ **7K*jl^T'$>0, 
R* *SCOOR"T-«>0. X**ST-*-2><b^2^ (IB ). 

(9) R'-*<7i^;U»T-*0. R' . R' :5CfR« *<7lCt^/l^T-$)0x R^* ^S'^ 
>i/;i/ST-$>0. R*'**COO R"T$>0. X^iST-a^^^t^^^ (IB ). 

(10) R'"*S7 3L-;bST'$)0. . R' S.C/R* **7K#I^.^T-$)0. R" ^^i^ 
*li^Sll~4©An7;u+;uST-a5D, R^ **COOR"T'«)0, X;b«S 
X'$>i>it^^ (IB ). 

(11) R' ■■*<7 J^^;^ST-^>o^ r' —r-* Sz/R^ **7K#jg^T'$>*}. r" **c 

(12) R'"3&i7i^;UST'$)0. R'^ . R' St;R"'*«7K#I^^T-$)0> R" 
A' OR'''T$)0v R* *«COO R"T-$>0. X7!?sST-«>'6^t^#) (IB ). 
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(13) R'-**7x-;i.ST-«,0. R' . R» Sc;R« **7KSI1^^T-$)0. r-* *s 
COA' OR">V$>'). R= **COOR"-C$>0. Xib^SX-$>^it^'^ 

(IB). 

(14) R'"*J7*-;uST-&0. R' . R' , R= &C/R'' *S7KIRli^T-*0. 
R" *5^^^^ai-'8<DT;i'^;UST-*0» Xi)iSX'$>i,it^ (IB ). 

(15) R'"*<7a:^;i.ST-$)0. R» . R» , R^ SCfR«'*S7KI?l/iiFT-«>*3. 

(IB). 

(16) R'-;:^S7x-;UST'$>0. R^ . R' RZfT<^'ibi7i(.m^.=FX-$>0. R" 
<b^i^ (IB-)o 

(17) R'"*57x-;bST-*0. R' . R' StJ^R^-*i7KflJl^Ti)0. R^ d^i^ 
*^<t^#) (IB-). 

(18) R'"*<-7x-;bST-*0. R' . R' S?/R" *i7K#ii^^T-«)0. R" 
*^^t^#l (IB )o 

(19) R''*S7x-;UST-*0v R' . R" Z^tfR^';6S7j<S/i^T-$>0, R^ 
mi^^lSl~8©7;U^;UST$)0. R' *JCSSR'°T$>0. x*ss-c$) 
^it^!^ (IB ). 

(20) R'-dS7x^;UST**0. R^ . R' St/^R ^•*S7)cf^/^^T-$> 0 , 

Sii^Sji~8©7;b^;uST-$)0. R* *ijJ^;u$;i.ST***3. x*sst^> 

^{t^i^ (1B )„ 

(21) R'-*<7xx;uST-$>0. R^ . R^ RZfR'-:/}^7mm'T-X-S>*). T^m 

^)F.?l^{2~6CDAO7;i/:^^;i/ST-^0. R^'^^COO R"T$>0. X*i 
ST-a^^-fk^ife (lB )o 

(22) R'"*S7x-;UST$)0. R* . R' SC;R« *«7KIKj^^^T-* 0 . R" 

SiiTgfci~8©7;u^;uaT'$>0v R'"*<S0 2 nhr"'T'$>o^ xt^s 
T-aj 6^(1:^4^ (IB ). 
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(23) R ' "*S7 i-;i/ST$> 0 . R ' SC^R ' *<7KI^/l^T-i> 0 . R " *s^f^/l^ 
miS(D7)l^)imX'$>r). R' **COOR"T-$>0. R^ ^SCOOR" 
T'«)0. Xi)^SX'$>^it-^m (IB ). 

(24) R'"3ii«7x^->UST&0. St/R' **7Kf^]l^T-«»0x R- *s^flll^ 
Stl~4©/\a7;U+;U«T*0. R'' *«COOR"T-*0v r^'^scoo 
R"T'«>0. X*JST'«>'&{b^ (lB )o 

(25) R'"*i7x:^;i/ST$>0. R" . R' SC^R' **7K^E^T'$)0> R* 

^it-^m (IB'). 

(26) R ' "t^y x^;UST'$> 0 . R ' SZ/R * t^immPf-Xh 0 , R - 
|i[l~8C!)T;U=^;U»T-$)0. R^ **A' OR"»T'«>»). R' *«COOR'' 
T-feO. X*sST'*-2)^t^#) (IB"). 

(27) R' "*i7xJ^;UST-$)0. R" SZ/R" 36^7K*I^^-C'^> 0 . R" ^^iR^IP.^ 
|jil~8©7;U^;UST$)0. R^'ai^COO R"T-$>0. R^ i^COR'^T 

(28) R'"*<7x^;i/ST-*>0. R' . R' St^R* **7K#llTT'^>0, R* 
t!IJ^?^gfel~807;U=^r;UST$)O. R* *iCO R'»T-$»0. X*SST^>^ 

^b^^^D (IB-)o 

(29) R* "":6i7x^;uaT-$)«). SC/R' *57jc#I^^T-$) D , R^ 
|j[l~8057;U^;UST$)0. R" *SC0 R'*T-i)Ox R^ dSCO R '"T-$) 
0. X*«ST-«)2>'fb-&4^!) (IB ). 

(30) R • :>^=.)VmX'h 0 , R " R » *<7K#/^^T-«) 0 . R " *Si^#Jl^ 
gJjl~8CD7;U^;UST$)0. R^ St^R^ d^SOa R'^T'SjOv X*«ST- 
$)5{b^^ (IB')o 

(31) R' ';i)i7x-;UST'$)0. R' . R' SZ/R* A^7jc#iF.^T-3D0. R^" Ji^i^ 

#li?S?i~8®7;u+;i'ST-^>o. R' ^^sOz r'*t-$>o. xt^sx-h 

i>i^^m (IB-)o 

{32)R'-**7x^;i.ST'$)0. R' . 'Mf^^ iJ^imW-l-Xth^. R" 

#0.i=^lftl~8CD7;U+;uaT'$)Ov R^ *iCOA' R"T'*0. Xt^SX 
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$>^it^ (lB )o 

i~407;u^;u«T-*o. x*«ST*>«)'fk^#i (ib ), 

~4cD7;b+;bgT*i>0. X*«ST'^)^>fb^4^g (IB ). 

(35) R' *i7i-;uSr-$)0v R^ . R^ RV^R^ i!)^7^mm'FX'$>0. R" 

T-ai>*{t^i|^ (IB ), 

(36) R'"*S7x^;UST-$>»). R* SC5R' !6J7K#/i^T*«?. R* Tb^mW.^^ 
|ftl~807;U^;i'ST-*Os R' *«CO 0 R^'T-ib'^. R^ *iSCR"» 
R='°R^°T-$)0. Xt)iSr'$>i>it'^iiid (1B )„ 

(37) R>"75<7x^;i.ST-$,0, R^ SO^R^ *^7ic#li^T-$> 0 . *«^^J1^ 
S[l~8©7;U^;b«T-*0s R' *iCOOR"T-$>0v R» *<SNR" 
R"T-^Ov X^&JST'^^-fk^Jfe (IB"). 

(38) R'"*<7x^;i,ST-*0. R' SCfR' J&i7Kl^l^i^T-$>») . R^ **J^mi^^ 

~8©7;i' + ;i'ST-$><9. R'*«C 0 0 R "T-^)'9, R^*>'CHz 0 
R'°T-i>D. X;6JST-$)^^t:^4^ (1B )„ 

(39) R' -*s7x^;i.gT-*)0. R^ si^^R' ^i7\^mm=fX'$><o . R' immm=F 

1^1 ~8(^7;U+;i/ST-^0. R* *iCO 0 R*'T*>0. R» *«CH, 0 
A" OR"»T'«>»)> X*«ST*-5{I:^#) (lB )o 

(40) R'"*S7x^;U«T'*O. R' RXfR' t}i7i^mm'f-X $> <0 . R* *^r^J1^ 
H^fi ~8©7;u^;i/ST-*0. R=*iCOOR"T-a?0. R ^ '^i^yu^ 
T-$>0. X*sST-$>^<b^4^ (IB ). 

(41) R'"*S7x-;UST$)0. R' . R' Si:^R* **7m/l^T-$>0 , R" 
MB^^l'^8<D7Ji^=>f-jmX'h^. R^ *«COO R"T-^')v X^SSOT* 
*^^k^1^!) (IB-)o 

(42) R'"*S7x^;UST$)0, R^ . R' SC^R * ■*S7K^Jg^T-^> 0 , R" 
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SOX'$>^it^!^ (IB ). 

(43) R'"*<7*^;UST«)0. R' . R' SC^R' *<7Kfgli^T$>») v R^* 

0T-$)-2>'ft^!^ (lB )o 

(44) R'"*<7i^;UST-$)»3. R' *«^#Jf.^?^i~4cD7;L'^;uS-C-$>0. 
R ' SCf R * ■ *<7KSli^T'& 0 , R " i^^mW.^^ 1 ~ 8 (D7Jl^;i^mX& 
*). R* *5C00 R'-r-*0. X*«SOT*i)-2>{t^4^!l (IB ). 

(45) R'"*S7i^;i^T'*0. R' . R' StfR'' *«7lc#ll^T-*0. 
ltStl~8©7;U^;i'ST-S>»3, R" d*COR'*T-3>«3^ X:*<S OT'^-S^b 
^i^D (lB")o 

(46) R'"*^7x^;bST-$>0. R^ . R' SO^R" *i7K#)^>^T-i)0. R^ 
$>i>i\:^m (IB ). 

(47) R'"*<7j:.^;i/Sr-*0. R* , R' . R''SZ/R''*«7K3^/ii=^T-«>0. 
R" 3!)i]^#ll^gJ[l ~8©T;U^JUST-$>0. X*<S 0T-$>^'fl:^4^D 
(IB). 

(48) R'"*«7i^;L'ST-S)0. R' Rl^R^ *^7K^I^^T-$> 0 . R' *^J^#I^.^ 
Sj1~8©7;U+;UST-*0. R* AiCOOR"T-*0. R"**COOR'^ 
T-$)0. X*«S0T'$)'5ib^#l (IB ). 

(49) R''*S7i^;UST$>0, R* St^R' 36*7K#/1^T&0. R" *«J^#i^.^^ 
gitl~8C[)7;U^;uST-$>0. R" *iCOR'"T-^0. R"' *«COR"'TS> 
0. Xj:?«S0T-$)6^t^4^ (IB ). 

(50) R'"*S7x^-»UST-$>0. R' . R' SZ/R' **7K^/i^T-$)0. R' *^J^ 
#)l?-Sll~80D7;l/^;UST-$>0, R*'**COO R"T-$)Ov X*<S02 

r-aj-s^t^ife (IB"). 

(51) R'"*<7i::^;UST'$)0. R' tmmW.=F^l-4<07)l^^}mX'S>*)s 
R' SOfR* *i7K#lf.i^T«>0x R" *i^#)f.^SJji~8©7;u+;uST-^> 
0, R* **COOR"T'^)0. X*«S02 T-^>-5{b^#) (IB ). 
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^^J^^^Sfe l~4CDAnT;u^;uaT-*0. R' ^^COO R "T-i>Ox X*s 
SO2 V$>i>it^m (IB ). 

(53) R'"35«7j.^;UST«)0. R' acfR' **7K^1P.^^T«>0. R^ *i^tgj^.^ 
|ftl~8©T;U+;i/ST-«>0. R'' *«COOR"T-«>0v R* **COOR" 
T'$)0, X*«S02 T-fe-S-fk^i^ (1B )„ 

(54) R'"*S7i^;UST*0. R* St/^R= **7K^/^^T-$>C. R^ 

^ 1~8 0)7 )l=^)\^mX'$>K}. R' *«COOR"T$>0x R*d*COR'"T- 
^)0. X*iS02 X'$>i>it^m (lB )o 

(55) R'"*i7i-;uaT-*0. R' . R' SCfR^ i^Tlc^ll^T^O. R" 

«>^><b^!fe (lB )o 
(5B) R ' -t^y X ^)imX-$> 0 . R ^ R ^ J5*7m/l^r-$> 0 . R ^ 

|j{l~8cD7;U^;i/ST-$>0, R' ';6*COR'*T'^)0. R^'^^CO R ''T-i) 
0, X*sSOz X'$>i>it'^!^ (IB ). 

(57) R'-*S7a:-;uaT-*Dx R* . R' Sc;R« **7K^Ji^T-$,0. R" 
#^x^sS 1 ~4<OAa7;u^;i'aT-$>0v R^ **COO R"t-$>0. X^^O 
X'$>^it^!^ (IB ). 

(58) R'-*S7i-;bST-^)0. R^ Rc;R^ «^]1TT^>0. R^ *s^^J1^ 
S^l~8CD7;U#;UST-$)0, R**SC0 0 R "T-ibOx R^'^SSNR'^C 
OOR21T-*0, X*«ST'^)-5<b^tl (IB ). 

(59) R'"*i7a.-;U«T-$>D, R" SD^R' 3&*7lc^liTT-* 0 . R^ i}immM=F 
3!Jji~8©7;u^;uST*»?^ R''**COOR"T-$)0. R^ ^isSNR'" 
A' COOR*"' X$>'0. X*5ST$)^'fk^4^!) (IB ). 

(60) R'-'*J7x^;uST-^)0. RifR' ti7i^mm=?-x$>*). i!)mmmi' 

Siii-'8©7;u+;uST-$>o. R" *jcoor"T'«>o, R^**^^/^i=^|ft 

l~4©An7;U=^r;UST-a5 0. X^iSTaj^ft^i^ (IB ). 

(61) R'"dS7i^juST$>o, R' sc;r' *s7Kfiii^T-$>o. R' tmrnmi" 

l5l~8<D7;U^;UST-*0. R^ *iCOOR"T-^>|?. R^'^^A' SR'^ 
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T-$)Ox XtiSX'&^it^^ (IB'), 

(62) R'"*^7x^;i^T-$>o> RUE' tiyi^mmi'X' $> K> . tmnw.!- 

th'O. X**ST-$>«>^b^#I (lB )o 

(63) R'"*«7x-;i/ST-*0v R' aCfR' *«7Kfilli^T-a5 0 . R" 
fJl~8CDT;U^;PST-*0v R»'*«C0R'»T-a5»)» R^ d^'^Vi^^l/ST- 

X*«ST-$)-2)^k^tl (lB )o 

(64) R'"*^7i-->l^T-«>0. , :&t/R"'**7K^l^^T-$)0. R" 

NHCH2 PhT**l3. X**Sr'*^.^b^!|4D (IB ). 

(65) R'"*<7x-;US-e«>0. R'' , R» St^R^ **7jc#l^.^T-«)0, R" 
TyAaT;U^;UST'$>0. R^ A^CO 0 R"T-a5 0. Xd«ST-^>^>{t^4?!) 
(IB). 

(66) R'"*S7i-;uaT-«)0. R^ . R" , R = St/ R^ ■*«7K^/^^'T-$) 0 . 
R^ 3&«^#^.^SSl~8©T;i'^;bST-«>0, X*«S02 X'$>i>it^'^ 
(IB). 

(67) R ' -tiy x^;uST-«) 0 > R ' SC^R ' *i7K«)l^T-$> 0 . R " *mMm=f 

|j$l~6CDT;U^;l'ST'*0. ~R" 7!immm=f-^l'-4<D7}ly^)m 
-C-3>0v X*sST-$>'5'(b^4^ (lB")o 

(68) R'"*«7x-;UST-«>0^ R' , R' SC^R' **7K#J1^ T*^) 0 . R" 
l^)f.^Stl~6©7;U+Jl'ST-«>0. R' SC/^R' *<i^lgJ^^33l 1 ~407 
;Ud^;uaT'*0. X3&^ST-*>'5<k^i|*l (IB"). 

(59) R'"j&i7x^;USr-$)«5. R' RZfR^ tiymW.l^Vi^'O . R" 

^1—4 conn 7;U^>'L'ST-^>0. R' ~R' i^^^^/^.^^lft 1 ~4 07;l/^ 
;i/ST'$.0. Xd«ST-a5-5{t^i^ (IB"). 
it^^^ (IB) ©$6tCt{f* b^/^4}a)tUTtt. BuieLfcif^Ll/^^S^tS^ 

mm^Jiit'^'^ (1 B) fcbTttv f^Kp^^S-t'tClBtgUfc-ft^it^!): (1B"-1) 
~(1B -17). (lB -28), (lB -29), (lB -32), (18 -35). (lB -38)~(lB -43). 
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(lB -45)~(lB -48). (lB -50). (18 -52). (18 -53), (18 -55). (18 -58). 
(13 -63). (18 -64), (18 -68). (18 -73). (18 -75). (18 -78). (lB -80)~ 
(lB -83). (lB -89). (lB -95). (18 -98). (18 -100). (18 -107). (18 -123) . 
(16 -134) ~(1B -141) . (lB -147) . (18 -164) , (18 -168) . (18 -169) . 
(18 -171) . (18 -172) . (18 -174) ~(1B -176) . (18 -178) ~(1B -180) . 
(lB -185) -(18 -188) . (18 -190) . (lB -192) . (18 -195) . (18 -196) . 
(18 -199) -(18 -233) . (18 -235) ~(lB -255) . (18 -266) . (18 -273) . 
(lB'-275) . (18 -281) . (18"-283) ~(lB -286) . (lB -293) . (18 -303) ~ 
(lB -306) . (18 -319) . (lB -321) . (lB -322) . (18 -334) ~(lB -348) . 
(lB -350) ~{lB -362) . (lB -365) -(18 -387) . (18 -389) . (lB -390) - 
(lB -427) , (1B"-1) . (18"-2) . (1B"-13). (1B--20). (lB"-37)Si:^(lB"-38) 

iC (2B) lZ:jS\,^X. ^JR^ T'/T^^^l^^t^if^ (2B-)fcLTH. MHZ 

(b) R'"t>iy:i.x.)vmx$>'0. R' St/R' *«:^lg/^^T-$)0. T<^ 7bmmm=f 

(d) R'"*S7x-;uST'&0. R* S2/^R' A«7K#I1^T$>0. R' i)mm^.=F 
^2-^50)7 )V'ir^)imX$>'0 s X^iSX'$)i>it^!^o 

(e) R'"*J7*-;UST$>0. R" SC/R' *S7K^j^^T-$)0. R^ 7!)mmi^.^ 
^3-^8Oiy:>a7)U=^)UmX$>0. XtiSX$>^it^^o 

(f) R'"*J7x-;uST$>0. JSlUR' ti7m^.=FX$>'0. R^'Tbi^yiyjl. 
mX'$><0. Xt)iSX'$)iit^^o 

(g) R'"**7i^;i.g-c*,0, R' RZ/R' ii7mW.=^XibO. R* **r^/^^ 
IS 1 ~ 4 n 7 ;U+;UST- O , Xi)iSX$> i>it^^o 
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(h) R'"dJ7i-;UST-$)0. SCfR' **7K^/iTT'$>0. R^"*^i^#/i^ 

(i) R'"A«7i-;UST«>0. R' SC^R» *«7K^J1^^T'*>0. R^ J5«^miii^ 
(j) R'"*S7x^;UST-«>0, R* SCi^R' **7|clgI^^T-«>'3, R- **CSO- 

(k) R'"*s7i^;ua-c$)0. R^ Rc/R^ *^7K«i^^^-c^>o> R^'t^mm]^."^ 

fti^W'&r^k^f^!! ( 2 B •) i: UTtt, ^a!©^4iCieficbfc<t^#)(ZB-l)~(2B- 

79) t£>f:^mi^^tt^X'^i>. 

{t^#) (lA) i±. laT^C^f^-rl^ii^l. 2. 3Xtt4iCJ:-5T^^-r^>i:i: 
i^tz^xt J: -5 ic. -fb^^ ( 4 ) i: ^b^i^ { 5 ) i: %^ii4=T-JSS??STti:Sev 

f + Z-Q 



(4) 



I 




(lA) 

j^cfv R''. R* . R" . ZSC/attHuiei:l5)gT-$)-2» : 

'^y-tfy. h;uj^>. r-;u, 
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';:3-;U7^^ir(DJ:o^c7;U:3-;u^ : N, N-i>p<5^;i.,iv;uA7$ K. N. N- 
^U:/. 1. 8-S/7-tflf^i>n [5. 4. 0] >t*- 7 ^ 

4-N. N-i?;><^;i,7$y e«JS>i^. N. N-i>y ^;U7-'; >. 1. 8 
-J^Tiflfi/^D [5. 4. 0] ■i'^x^-T-iVTiifcDW^ligg;^!.,;.^ 

SSB^Pb^H , BUiecoaig . 2gJt J: o T^ft-r -5 *s ; ii^ 0 . 3 ~ 2 4 BfrB^T' 

TO{t^4*ICD^ffl»i. it^m (4) {C^bT^tm^ (5) *^0. 5~2fg^ 
;i'T-$>^>*« U<{±0. 8-1. 5{$^;UT-$)^„ 

^k^if^ (4) (i. <?:{C,T^t-J:9tC. ii^. -fb^^i (14) i:-ft^!fj!) (3A) t^flJS 
7K*i^T e C i: iC J; T^fig-r -5 C t *sx- § 

iKl/^tt. (4a) (jk^l^ (1) {ci>lNT. tR" i:*SNi:i^tZ-N 

= CR' NR- R» ^ff^fiSibfcft^^i (la) O^mzmmt i>it^fi^) (D^m 
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tt. <t^^ (14) tnh'^V'yt^fsi.ym^^Lxit^!^ (6* ) %mmb. cn 




OH 



(14) 



H2NNH2 



NH2 



f 



OH 



(6-) 



H2N-N' 
(3A) 



r6 



R 



r6 



OH 



(4) 



OCH3 „o 

0CH3 ^ 

(7) 



I 

N 

^ .RS 
R^-^-<' 



OH 



(4a) 



{b^4^5 (7) {±. K7-t:J'-;uST'$>0. Ann. . 64 1. 1 (196 
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^t^«t^I (7) (±. ^iin©«2tC^bfc<l:^^l A-l~5. 7. 10, IS- 
IS. 2 5. 2 8. 4 6. 5 6iZl^Z>l.tz. g^SR^ ;&>e>^C-2>{b^J|^g 
(7) ^W5J:i:*ST-$^ (^b^4^!) (7) , ~ (7) s . (7),. (7).o. 

(7) ,,~ (7) ,a. (7) 2B. (7) aa. (7)4S. {7)^emt^,mX 

tf. it^^ (7) , it. it^ (7) r-^$tl«>iS:iCi5t:t-5R' -R*" iii^^}^ 

(7) tt. ^JAff. R' **HT% **T;UD4i/7!7;U1<^;i<ST-$>'i> 
J. fur Practische Chemie [2] 70. 27 

it^m (7) i:LTtt. t^©S2{C^xLfc^l:^J^l A- l~5 6{cmLfc 
Mi^SR' SCfR^ *»e>''j:-5'ft^ife (7) ^SrW-SCIfciST-t-S (-ft^Jf^ (7), 
~ (7) s^tm^. m^\i£. it^^ (7) . i±, ^t^!^ (7) T-^^ti-SiCfC 
*'^^T. tR- ti)iNi:mz-N = C (CH, ) N (CHa ) a 'SrJf^^Ufc 

-X^^St5{ZJ:-pTSfii-r^c: t*«T'#-5L. ttzl^mSht L.T^fflT'§ -2>t, 

it^4^ (4) tLXlt. 'im(Dm2iZfr^Ltz^t^'^lA-l-^5 6lZtiZLtz 
aj^SR'\ R^ . R^ ^^e^i-S^t^i^ (4) ^^If-Sdt^iT-t^ (-ft^4^!I 

(4) . ~ (4) ssfcl^xt-'S. mi±\ {b^i^ (4) , {b^#) (4) T^j^$ 
ti-2)^tzt>l:t6R' ■*s4-:J'aa7i^;uS> R* tR^ i:5&«N t^ic-N = C 

(CH3)N (CH, ) 2 *?T^J3£Lfc4)C7)T-$>^o ) o 

-fb^i^ (5) it. mxii. Z:6^7;^^;^x;^^^-;^s©^^{3{±, j. Or 

g. Chem- . 28. 2945 (1962) iZMm^tltz. t^BLtzT Jl^=^)l^ 

^^^Tumit^<^^mtti>ijm/ii:izx-:>x^mti>ziif}^x^^o 

it^^ (5) tLXlt. '^<Dm2iZ7r.Lrzit^^l A- 1-^5 eiZMmLtz 

m^mQt)^^fj:i,it^i^ (5) ^mH^z:ti!>ixt^ iit^m (5).~ (5) se 

tWt^, mxa. it^^ (5) . li. -fb^if^ (5) X9r.^ti^^iziiiii>Q7b^ 
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it^^ (lb) at^2^ (lA) tC*)l/^T> tR* i:*<Nt^{C-N = C 
NR* R» ^mi&t^^^ (R' ~R" tt. l5fBi:|5l«|T-**o ) ) ©ii^ 

{ct±. »:Ji:^1-J:^ic. -ft^^i (6) i:^t^ti (7) i: %M^«*> L < {±^«4' 

ii-'S C t <fc r> Tl7 ^> . 



✓ 
I 

NH2 




O—Q. 



(6) 



9CH3 

r \r9 



0CH3 

(7) 




r9 

(lb) 



mxit. ^iyuy, s^ftj— x^l-. 

f^;i'7 5>. fVS^V, N. N-S?;^^;U7^'; >. 1. 8 - S>7-tf t*i/^ a 
[5. 4. 0] •i;>x;?7-7-J->^ci:©J;^^cWili^S : 1. S-i^p^^^u- 
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jf*L/<li5 0~l 5 0'CT-«>-2>, 

Jl»4{l:^#i®^fflm{±. -fb^^Ka (6) ii:$t*LT<t^i^ (7) *so. 5-5 ofg 

if(07<ym(Dm.mmtjiii^it-^m (6) rauTo. oo l-l^;^ffll/^^> 

(2 A) 1 1 K7i^>i:^Sf5$-&6c:fc{;:j:oTSiiT'5J:i:*<T'#-5. 



0"^ NH2NH2 \f \=/ 



(2A) 



NH2 

(6) 



11:^4^ {2A) {±. {X{C7rvTJ:^{c. -ft^if^g {14) t<t:^#i (5) 
# ^ C i: J: o T^iit -2. C t *iT* ^ ^ . 



wo 97/11050 



43 



PCT/JP96/02698 



(2A) 

<t^#) (2 A) thX{t. ^ii!iCD^2^C7f^bfc^t^!t^l A- 1-5 6{Z?^1SL 
fcg^SR' St/^Q*>6'i'5'fl:^i^ (2 A) 'SrW-2.i:i:35«T-t-6 at^f^O (2 
A) . ~ (2A) Befc^i^t'Sc mix. -fb^ (2A) . tt. <k^#l (2A) T- 
^$n'5itlC^lt'6R''*«4-:J'aD7x:=-;US. Q*«5-^nn-6--><^;U 

-4-tr'; $i>i;uST-«>e. ) . 

^(D^'ylZLXntbtifz^t-^^ (2 A) ©F^T-. -ft^!^ (2 A') m^iZ. W: 
izn^SUcEKUfc^b^^l (2 A) ) ttv ff»KT-i)^. 

<:^5:iC7fx-rJ:-5n:. it'^m (2A) 4:<b^#i (3A) i:^rfis^ii4)U<tt^i«^ 

W - \r6 

(2A) (3A) 

(lA) 

R'\ ~R» St^Qttv lulBtPl^T-*^ : 
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}^mit^(ommmiii. (2a) tc^^ux^b^^ (?) *so. 5~5o 

mili^-i-x;U?g^ft<cif0;H'Xg^;S:. -fb^j^ (2A) raUTO. 00 

-ffc-^t) (Ic) iit^!^ (1 A) iI:^'^^T. R« **;gJ#IB5 2~5®©T;UD^*/ 
tmmx'^^. ) ) o^^tiiti, <:):{c^T<t^tc. it^im (S) i:-ft^Jf^!) (9) 
. 1* 

r/ (8) 

— ^ }^^^-- 

(Ic) 

R'\ . R". Z" SJ/QH. B>)fet:|5]gT$>5 : 
i^i^OfllSi: UTti. {cieKLfc^bc^fclllDfe^^iiffl-r^ct^&iT- 
•Bl^ommmit. it^!^ (8) *iO. 5~8 0afi%(i:7i-5J:9{i:LT^fflT 
ei:i:*<Tte*^ 0. 5~7 0S«%«Jjif*ui/^c 
SfDSj^ti. !^^c|5gS$^^'Scv^*^ ji^o~2 0 o-c©?sigeai^T'i>Ox if 
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y, 4-N. N-e>p<^;uT^y f'ji^y. n. N-i/^^;u7^'; >. i, 

8-c?7Hft*i/^a [5. 4. 0] '^yf:^-7-J^y^Jiif<omW^&. i-h^J 
fg-fk^hV-^A. ^h';^7AT$F. 7KK^t:^hVi'A. TKi^^t^V-^A. 

lIS©^fflfitt. -fk^t) (8) iC^^LTO. 0 0 l~5ig^;UT-^^» 

^t^#) (8) its m^o^Mi'y^/xD^mt^mz. ix<Djzi>iz. it^m (2 

C— ( Vo-Q. ^ \=/ 

O R^HNNH, 

(2A) (14) ^^5/ (8) 

-ffc^it^ (8) fcbTtt, '^i!i©^2tC^Lfc'fl:^4*)l A-8. 9.11. 
12. 19~2 4. 2 6. 2 7. 2 9~4 5. 4 7. 48. 50~55{Z5^E 

b/iSj^SR''. R' s^/a*>e>'^j:'S{k^^ (s) ^m^ii>z.t^^x-^^ at^ 

^ (8) e. (8) 9 . (8) ,1. (8) .2. (8) .9~ (8) 2*. (8) as. 

(8) 27. (8) 29- (8) HS, (8) ^7. (8) 48, (8) S0~ (8) Sstf^n 

1--2>. mti'v -ft^^^ (8) 8 it^ (8) T-7p^n5jCtui>»^^R' *M 
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it^m (9) tLXit. WiJ^(Om2lZ7riLrzit'^!^l A-8, 9. 11. 
12, 19~24. 26, 27. 29-45. 47, 48, 5 0~5 StC^ffCL 
fcM^SR* ti:iEtSLfcR"SiJ^'SrW1-^><l:^#I (9) ^Sr^tf 
(^b^4^D (9) 8 . (9)9, (9) ,.. (9) xz, (9) (9) 

(9) 86. (9) 27, (9) Z9~ (9) .5. (9) .7. (9) .0. (9) 50- 

(9) s.tWti>. mXlt. it^m (9) e tt. it^!^ (9) X'^jk-^M^lza 

it-^ (IB) ^^mti>mb\,^mmtbxii. m3stf7-90fg 

^i:UTiSScLfcM3i^5-8©ffe(c. ^CD5fl (Sjij^9-1 3) (Dl5m^^ 




(10) 



5t4^. R' \ -R" R{fXI,t. mi^t^mx$>^> ; 
X-7fs-^tl^it'^!^t 
iX^ (15) : 



^ <j,9 (15) 



5C4^, R' ~R' tt, B>iiei:|5)gT$>^ ; 

mx'tbi>. 

m^miOM. -fk^t) (10) tSulEiC (7) T-^$n5{t^#)i:'S:Sl55-B-'2> 
cliitcioT, -(k^!^ (ib-)%^i-^:^^-c$>-5o 



wo 97/1 1050 PCT/JP9dA)2698 

47 

(16) : 

R««>N = C = U (16) 

iXiC (li) : 




u 

mmmi 2{±. -ft^ifei do) ^ 

?XiC (17) : 

R"S02 a' (17) 

R'^imEtmmx'$>'o q' {iAny>ii^, oso^ r'^xh 

<:XiC (Ij) : r2 r3 

}!, (ij) 

A . 

H SOaR^^ 
R'". R' ~R' , R"St;Xtt. iulBi:|5lgT-«>'2» : 

it^^ (2B) g>^g; 

BfiiEietic©^ (2B) X'TT.^M'pmi^^^f&tmtbiy^mmtvxit. '<x 
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^f&m 1 tt. IX^ (16) : 

II 

o 

^4"^ R'". R* ~R» t±, mBi:mmX'$>i, 
(2b) : 



II 
o 



(2b) 



it^", R'". R^ ~R^ (1, Ht)iei:|5]gT-^>^> : 
^fiKS2tt. <J;5C (17) : r3 

R^^A^ (17) 

II 

o 

it^'v R'". R* ~R' il, luiei:|iiaT-$)0 ; H a 1 HAn^ 

t>r : 

6^b^ti (2B) ^^mti>y5mx'h^o 

(2b*) : 



R? r3 



11 

0 



(2b-) 




WOJ7/11050 PCT/JP96/02698 

49 

x-^^^iii>it^^ (2B) ^^m-ri>umx'$>i>o 

m. (2b-) : 



(2b-) 



O 

X' tt. NHXtiNR'^^^i^L ; R'". -R" StfR'°tt^ 10 

-e^^ti-5^k^4^ (2B) 'Sr^^-r^:^}£T-*-5. 
^mmsii. it^^ (2b) *B?MfcSm^-&SJ:i:lcJ:oT. 

i^it (2b--) : 

II 

o 

S:^^. R'". R' -R" tt. Sf|fet:l5]«T'^0 : mttlXtt2T-aj'5 ; 
X'^^-^tl^it^<^ (2B) ^^fi!c-r'i>:^ST-$)'2>o 
iilTOt^^^ (IB) ®^ii^5~l aSZ/fk^Jf^!) (2B) 0^J5K?£l~5ti: 

mas : 

?X5t (3B) : 

Hz N-Y (3B) 

T-^s$*X'2.{b^J^i:^r^ii4'T'ffij7Km^^-fr«»c:i:{CJ:-:>T. it^^^ (IB' ) 
('fb^'t^ (IB) tCiJVNT. YASNR' R' O)^^) 'fel^iit^. *fc. 



(2b"-) 
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X— 



c 



N 



(IB- ) 




mxi1[. ^y-ify, h;Ui>, ^i/py. ?^^)i.r)-y^ y, 5?ftj^-f-;u. i; 

h';;U, 7'of:t^h>;;b7:cf©J;9/j::::.h';;Hi; 1. 3 - 2 - -< 

^tSO^^fflStt. -fb^^i ( 2 B ) zb* 1 ~8 OSfi%T-*e*i : if * U < tt 1 - 
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mn<\:^<^(ommmii. it-^^ (2b) \znhx^t'^^ ob) t^o. 5-2 

^t^i^ (2B) tLXii. f^KE©«5ti:^Lfcit^tl((2B'-l)~(2B'-403) , 
<t:^#l(2B"-l) ~(2B"-48). 'fl:^4^3(2B"'-l)~(2B"'-27)){cmLfcSiaSR'" 
acfR» ~R'' i^eJiSik^^l (2B) ^mi^^tt^X%Z> ({t^i^ (2B) 

«28--n ~ (2B) (8B -40JJ » -ft^l^l (2B) (2B--1) ~ (2B) UB-MS). 

-ft^tl (2B) ,2B- (2B) ,2B- -27, i:li;1-«>. mtf. {t^^l (2 

B) uB-n tt. <t:^4^!i (2B) T-^$tl^5i:tC^'l:r-2> R ' ••*i4 - i>a D 7 

it-^^ (3B) li. ^lAtf. r^JifiD°^.^:<^fflT-$'i:^^4}0{uO^^-r^±. Chem 
iche Berichte. 47. 2183 (1914) \Zim.^tlfz\i 
v>>fci^^5>J^^;Ui:%SfO^-&-2>:^^. J. Org. Chem. . 34. 17 
1 3 (1 9 6 9) \Z%m.'^titz\iY=pV^>t'<'Ji^7i—Vt^^m^-\k^l5 
Wi, y.\itJ. Am. Chem. Soc. , 72, 2 762 (1 950) ratg^ 
ntz t K 7 > i: )l^^)l^m.Mt^5.SZs^-&i>l5-^t{: iTiC J: o Ti^it t T^ffl 

^I:^4«D (3B) tLTtl. ^xn©S5{C^FLfc<l:^#l((3B--l)~(3B'-403) . 
^t^4^3(3B"-l) ~(3B"-38). <t^4«!l(3B"'-l)~(3B---27)){C5^Ii>LfcS^«R''" 
SZ/R^ *^e>''d:'2>'fk^2^ (3B) ^^If^C i:*5T-$^ ({b^4^!) (3B) ,3b- 
-.) ~ (3B) (SB-.403) . <t^^ (3B) ,3B--u ~ (3B) ,3B--4e), it-^ 
!^ (3B) ,3B- -,i~ (3B) UB--.27,) tft-.T-2>. mXlt. it^^ (3B) 
(3B--.. it. it^iHn (3B) T^$n-2>5C{3^l:r«>R^ **COOCa Hs . R'" 

mz^.t^viz. \t^\^ (10) i:<b^!^ (11) t^. JiS^cfcC/Z^fcttSi^ 
iiJ<D??2ETicrSii'^'TSJ[c;^-&^ci:{c<t-5T. It^^i (id) St/ib^i^ (le) 
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<t^#i (10) m-tmn^m^^^wi^iiit'^m (id i^;L'CTutii^siji 
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8-iy7-*f\ii^^u [5. 4. 0] O^f:^- 7 -J^>tj:if<ommmm -f- h V 

hV'j'AT^K. 7K^{i:^h';'i7A. 7K^'fl:;<7';'i'A. ^^^h 
%W'2>c:i:**T-#'5o ^LX^(0^mmA. it^'^ (11) i^;ui:5^bTi~ 

iSScD^^fflStt. -(t^il^!! (10) iC^tbTO. 0 0 l~5fg^;U-C36'5. 
llf4{b^»^fflSt±. -fb^*!^ (10) {c5^UT^b^ifel (11) t^O. S-SOfg 
^;i'T'$>0. jiftb<ttO. 8~1 0fg^;UT-*'5. 
{h^f^ (11) tt. fJ^if. mg5n°na)7-t^;b^a^^ K. ^7Ki^^. ^W-Y 

mzm-tii^iz. i^'t^ (12) ir^b^ife (13) t^. mM(DW^\zmm.^X' 

Rm^-^^^tiZX-^X. -fb^ife (IB* ) ^SiiT-5o 



mu(o^mm\t. (12) *«i~8ofi«%tc?^j:ej:^tcLT^iffl-r^c 

i:*iT#, 1~5 OM*%*^i!f^ b^^o 




NHR5" 



(12) 



R^" (IB') 
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y, 4-N, N-e^pi^juy^y e n. n-s>p<^;u7-'; >. i, 

8-i^71ff>^i>n [5. 4. 0] ■^>T;*-7-j:://j:ifor)Wt|^a;:J-hy 

V -i? A. mwmi^ r> A. h y •J' AJ5:i:'<^|i^jtgs ; y^;U 

A, V^^-^Ai^-fvyntr^ur^ K. tfXh ';^^;i/i/«j;uijf-H7AT* K^ci:' 

-fb^il^ (12) iCJrtbTO. 0 0 1 ~5fg^;i.T-$>^„ 
SJS?sm±. i^{CPIS$n'5:lN*<. 0TC~2 0 0-CC[)Sig|EHP^T-$> 

0. L<ttO~80°CT*^o 

lim^i^©^fflatt. it^^ (12) raUTlt^!^ (6) *J0. 5~5 0fg 

^;uT*o. if* u<tto. 8~i 0fg^-;uT-$>'6c 

a^-i' K, ^no7-t?^;i/^n^-f K, p< ^ >x;u*j=.;i/:^n^-i' K. fflE7Khv 

J. Chem. Soc. . 1932. \ 0 4 Otj:}i(D-Smi,Z=im^tltzl5mx-'y 

{uJ:-oT^ -ft^if^!) (ih) ({1:^4^ (1) {^:i>^/^T, y*snr^ r*\ Xd^sojl 
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mwi^ommwii.. it^^^ (ig) i)^isomM%iztj:^ji:':)izLxmmt?>z 

5 F ; 3 - KS/^U'^v-tf > ; ig'fl:x;u7 'J ;L' : ^TKi^ V ; ilXSig^^t - 

SMittt. ir#{uPgs^n?^cCt.^*>\ am- s o~ i o o-ccTj^sigSBf^T-^) 

^t^t) (Ih) fcUrii. ^i?!!®«5{u^Lfc^fc64^!) ((1B--4). (lB'-5), (IB'- 
7). (1B--8). (IB'-IO). (1B--11). (1B'-13). (1B--14). (1B'-17), (1B'-18). 
(1B--20). (1B'-21), (lB'-23). (lB'-24). (lB'-26). (lB"-27). (lB'-29). 
(1B--30). (lB'-33). (1B--34). (lB'-36). (lB'-37). (1B--39)~(1B'-41). 
(lB'-43). (lB*-44), (1B'-46)~(1B*-51). (lB'-53). (1B--54). (lB'-56). 
(lB'-57). (1B'-59)~(1B'-61), (lB'-63). (lB'-65)~{lB'-67) . (lB*-69). 
(lB'-70). (lB*-76). (1B--77). (lB'-79). (lB'-80). (lB'-82). (lB'-83). 
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(1B--95). (1B--97). (lB'-99). (1B*-105). (1B"-106). (1B'-108). (IB'- 
109). (1B'-114). (1B'-115). {1B--117). (1B'-118). (IB'-IS?) -(IB'-ISS). 

(1B--181)~ (1B--184). (1B"-186) . (1B'-187). (1B--206) . (18 -207). 
(lB'-209). (1B'-214). (1B*-215). (1B'-221). (lB'-243). (lB'-244). (IB'- 
251)~(lB"-253). aB'-255). (iB'-261), (lB*-262). (1B--267) ~(lB'-270). 
(lB'-272) ~ (lB'-274). (1B--279). (lB'-280). (1B--287), (1B--288). 
(1B'-291). (IB'- 292). (lB'-295). (lB'-296), (1B--304). (lB*-305). (IB*- 
307). (lB'-308). (1B'-310). (1B'-311). (1B"-316). (1B'-317). (lB*-339). 
(1B'-351). (IB-- 363). (1B--364). (lB'-367). (IB'-SBS). (lB'-383). (IB- 
384). (1B--393). (lB'-398). (lB'-399). (1B--404), (lB'-405) . (1B--412) ~ 

(IB '-415). (1B--421). (1B'-42B)) ^Cf^W^C i:*«T#^o 

mz^jktji^iz. {b^ifei (10) tit^^ (15) t^. m^Mow^Tizmmm 

(15) 

(10) 





(IB") 
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m^moy^mma. it^<^ (lo) iznbxo. oo i~5fg^;uT-«)e. 

<!f* L<{i5 0~1 5 0°CT-«)-2>. 

ll*4^b^ti©^ffl»i. -fk^ti (10) izn\^x<t^<^ (15) **0. 5-5 O^g 

^;UT*0. $ftL<ttO. 8~1 0fg^;UT'$>'5. 

-ffc^if^!) (15) ii. mXii. miS^N. N-i/p<^;i'7^;UA7$ K'i^:=S:^fflT 
•2>c:i:*iT'#'2>o 

^k^^l (15) tLXiii. 'ikT&(Dm5iZ^.\^tzit^^m--l) ~(lB'-48){uS^tJS 
LfcBiHSR' . R" SZ/R" *>e>'fe-5<b^4*l (15) ^m-f^Zlti)^'^^ (it 

(15) ,.B -n - (15) ,,B -^B, fcHSF-r-^o -ffc^J^ (15) MB -u 

Id. it^!i^ (15) X'ffs^n^^iZiHi^R' , SC/R° *5CHa X$>i>Jo 

mmm 1 0 : 

^ic^-rj;9tc. -fb^i^ (10) i:{b^#i (7-)i:=feMrSt«tb<ttrSl®4'r-S 
f£;$-i*-5>c:i:{cj:-pr. -fb^^i (iB") (^b^j^ (iB) izai^^x. y*<-n = 

CR^ NR" R' om^) ^^mti>o 




OCH; 

(7') 



N. 



\ 



(10) 
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c 



X-R4 



N 




(IB") 



if* L< tt5 0~1 5 0*CT-$>'2>„ 

T-$)0> ftf^b<(iO. 3~2 4B^PB^T-a5^, 

it^!^ (10) raUT^b^^) (7');6J0. 5~5 0{g 
^^UT-*0. if* L< ttO. 8~1 0fg^;UT-$)-5o 

(2B) ^*^^^>i:^SiC^-ti-^e:i:t::j:oTi^ii-r^i:i:;6i-c#-2>o 




0 



(2B) 




(10) 
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mz7fs-rj:^iz. ^t^^ (10) tit^^ (16) (17) i:^. i^mow^ 

tc?§i®4=T-SJS$-a--2>c:i:{cJ;oT. ^^<t^!^ (li) Xtt (ij) ^^iiT-S. 

R.^ r3 
'X— r4 

rv: 




(li) 



N 

I 

H SOyB}^ 



Ri^sOjO: (17) 
r2 r3 

X— r4 

C' ^ (10) 

II 




NH2 

rIONCU (16) 



R2 R3 
f^^^O^X— R-* 

U I 



5C4>. R'". R'-R" . R'°. R". Q' . WSlC/XH. BulEi:|5jaT-$) 
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if* L<tt5 0—1 50'CX'$>i>o 

Dimmit. mB<Om^, ^mzj::'^xmtt^i!)K mMO. 1~10 0B#Fb^ 
X$>'0. ntb<itO. 3~24^F^T-*S„ 

mmt^!^ommmi.t. it^'m m iznLxit^m ( (is) d?) > 

^-K 7x^;Wy^;ti/7:^-h. y^::t>'7-:>-- h^J:^:-;^^^-|- 

X)i^tsy^. ^y^yx)it^ym^^^'< \'U^^m.mi>^t*ix-t^, 

\ii±o)^^^zLxmm^titzmmo>{t^i^ (1) {±. s£5i^7^. jstii. 2g 

(^fi£ffi 1 ) 

^Xit^^ (2b) (^i:^4^!i (2B) (ci^^^T. x*iST-$>s{t^!|^) ^-^m- 

^\^'fy\t7)l^)i.tLX{i. 3t;it^^)i., 3^{t.x-^;U. yaA-;U:^-;uy 

{fc^^fe (16) tt. mXii, 
•J. Org. Chem. . 2 7, 93 (1 9 62) 
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6 I 

•J. Org. Chem. . 34. 4 1 70 (1 969) 
•#Ff^BS6 2-2 94 6 5 2-^ 
^b^!^ (16) turn. ^©«5{C^tfcR'\ ~R' ^mt^'ho>^ 

^mti>it^^ (16) fc/\n^-wbT;b#;i't0i§*.^t>-e-tt. it^m (2B) 

4-N. N-iyyi^)U7 \fWy, N. N - U >. 1. 

S-v^Tiffi/^a [5. 4. 0] '>>x*-7-xy:fii:-cr>:gtiig^ : 

lis : y^^u'J^'t' A. u^-i^Ai^-Y vro K. fx h ;b 

-(k^^ (16) {C>tstbTO. 0 0 l~5fg^;UT-35"5« 

mmcD^mmit. \t^^ (le) **i~8ofiM96T2feo. j!f*b<tti~5o 

»S U<{±50'-1 50X:t-$)6o 

Sl5^FBltt. StilBOjiS. SlttCJ:oT^^k-r<6*^ ii^O. 1~10 0KJPb1 
T'$>0. fif*U<{±0. 3~2 4^Pb^-C$>'2>, 

lfir4<k^»®fflfitt. -fk^ti (16) raLTAoy>"fk7;u^;u35*o. 5~ 

5 0{g^;UT-$)0. iif^L<(±0. 8~i 0fg^;uT-$>e. 
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#1 (2b) =&^i?Sc-r-s. 
mmcDmmtLxii. mmm5iztmLtz^otmi,<D^mt^zt^ix 

i^S©^ffl«{±, -fb^ife (17) tcS^LTO. 0 0 1~5fg^;UT'a&-S, 

ft^4^ (17) (±, i^iUtf, Angew. Chem..7 1. 349 (1 959), 
J- Org. Chem. . 3 0. 38 (1 965) . Org. Synth. V. 
3 28 (1 9 73) fJiiflZim^tLti. T)l^)\.^y^y^jsu^yitti>l5m 
'^j: if tc j; o Ti^jil- s c i: t ^ , 

(17) tLT(±. ^i!i©*5{Z^L/ia^«R'\ ~R3 

^o)^m-fi>ztffix^i>. 

mti>it^^ (17) t=f-^-)lii(DtlP^^t^^i,t. <k^#) (2B) l,Z^.\^tz 

M^SR'\ R^ ~R3 

mmom^mit. -ft^ti (n) iu-^sosM^x-^o. «!ftL<tti~5o 

if*b<H5 0~l 5 0lCT-$)5o 

Sicmiti. fuieoii®. Sg{CJ:^T^^|:-r^*^ iimo. 1-1 OO^FbI 
T'$>0. ilf*L<ttO. 3~2 4^Pb^T-«,^. 

l^f4{t^#I©i^fflM{±. it^i^ (13) raLTAn^'WtT;i.#;i.*io. 5~ 
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(2b') iit^m (2B) ^Ci^^/^T. XiiOVib^it^m ^^fiet-s. 

tgS^asii: trat. ^jt^nciBeufct)©fc|5)i;t>©iri^ffl-r-2>c:4:*iT- 

MCDi^^Mtt. 'ft'^i^ (17) {Cji^LTO. 0 0 l~5fg^;UT-$)'2>o 

i!fiL<ll5 0~l 5 0-CT-^>-5. 
SJoBtFelli. |ijfe©jiig. SJgtCJioT^^ll-reTi^ iiSO. 1~10 0KJFb1 

WMit^mommmit. -fb^^i d?) rauT7;n3-;b«*so. 5~5oe 
(^fiejS4) 

{2b") ({t^i^ (2B) ^Ci>^^T. Xt^N R'^X'$>i>it^m ^^mri>. 

mmom^i tbxit. -^fiSc^ ii,ztimLtzh0tm\^i)(D^mmti>ctf)ix 

JlSOi^fflfitt. {b^^Kj (17) tC^tUTO. 0 0 l~5fg^;UT-«>^», 

7$ylii:LTi±, p{^;u7$>, i>^5^;u7$y. j^^;u7$>. 
7$>. '^y2/;U7$>. 7V;i/75>. 7'n A*>)U:^;U7$ e/^o^>5^;u 
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gmiSlti. B5iBa)ailt. 2attCJ:oT^{bt6*^ jil^O. 1~1 OO^Pb^ 

lim^#)0^fflfit±. -fb^ (17) {C>PtUT7;U3-;b®;6S0. 5-5 Ofg 
*;bT-$>0. Jlf*L<{±0. 8~1 Ofg^;i'T-$>-2>. 
(^^}£5) 

{k^ife) (2b) tigMii*sit;$-e-6c:fctc<fcoT<k^4*) (2b-') (-(k^i^ 
i: U T 11 . i^iii^ 5 {CIB® U 0 |5l D 4) O^^ffl T •£> c *ST- 

-6. 

K'TbsijiiLTti, mmtim, mm, m&#s?. in-:j'n;uiass§s?':c 

-buy; iJ'OA^: HS^<k~Mlg:?i^SfT'>;b: a-i^fg; N-yaA^ys^i^'f 

^ K : 3- \'i/)V^y-^y ; 1^ilX)Vy V ;u : ^7j<i/ V ; '{XmU^Mt - 

iif^b<t±5 0~l 5 0'CT^-&. 

sotfbIh. mmomm, sjgicj;-^TE{b-r'5*^ ii^o. i~ioob#Fb^ 

m4fb^#)CD^^fflfi{l. {b^Jfel (2b) tC)^tUT^fbWO. 5~5 0fg^;UT 
$>0v «-*L<(10. 8-1 Ofg^;UT-$>'2>, 
^b^4^ (2b"-) tLXli. m*UX{12T$>oT, fta:©^4 tu^^/CLfcS^ 

(M^gfflCOffi^^lRSIS^ilJ) 
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^^"i/m, V'i'Ai/^. . :$^::^g (A:$'*^TO^ 

(1) (D\m)ix±^Mn^^tLx^mti>^(Dx-tbi>o 

mWiUi^ ^<t^^ {<rui/y, &:m^£if) . I^Wt^^itT^^ i^y-^y, 
xy. ifs/uv^cn , mmitrnt-^m (^na*;UA. HiSftJ^^'^ti:') . ^ 
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e<jtcjci5i:T. ^^mnx'jntm^izm^'^t>ii:x^mri>ii i:i}ix'^ 

5 0 mm%. i^sijTHiim 0 . 3-25 mm% , ymumx-itmn 1 ~ 9 0 «a 

HMIl at^i^ (2 A) (D-^m 
(l)4-^OD-4* - (4. 6-i:/^5^;U-2-t:*'J ^y^/ 

-P^jy at^ife (2 A) 6 ) 
4-i^nD-4' - t h'o^S/'S.^y^xy > (3. 3g), 2-l7Uxi- 
4, G-V^^)U\i^) ^V'y (2. Og) RZfm^:f3 V (3. 0 g) 
N. N-i>^^;U.-^;Uix7$ K (SOml) {C}g?iL, 7 0~8 O-iCT- 1 OB^Pb^ 
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^#6nfc^^*^^t^%$/V?!'^^^*^■^^°■^^'^^^-'- (Micro Sph 
ere Gel D- 1 5 0 - 6 0 A. h;Ui> : 6 : 1 ^iii) T- 

(2) ^b^J^ (2 A) (Dp0Si 

«:-5^®ffe©^b^«f*) (2 A) ^-t^hft. 



R 



1' 



^C— ^^O-a' (2A') 





R' ■ 


Q 


4^5 


(2A) , 






m.p. 107~109T: 


(2A) f, 


ci-O- 




m.p. 128-129^ 


(2A) 




OCH3 


m.p. 66~69'C 


(2 A) 


CH3O- 




m.p. 79-80t: 


(2A) 




OCH3 


n,,*^" 1.5963 



wo 97/11050 



68 



PCT/JP96/02698 



1 (^#) 





R' 


Q' 






CH3 




n 2on 1 CQCr 


(2A) ,3 






no-°" 1.5989 


(2A) 




^"^0CH3 


m.p. 109'-110r 


(2A) 






m.p. 99--100t: 


(2A) 3, 


^- 




ms (CI) m/z: 
355 (MH^) 



ii^i?y2 at^i^ (lA) 05^^) 

^kK^yy (0. 7g) < 4. 5-5^^no- 6-^^;i/f'; (0. 4 

g) 'SOf^^iJ (0. 5 g) ^Sr. N. N - vp«-5^;i/;Jt;UA7 $ K (2 0 

m 1 ) 7 0-8 O'CT-S^FB^MimLfco 
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(2) 4-^aa-4' - (5 - h V np(^;u- 2 - f'J i^;U:t^->) ^> 

xVtK^V:^ (0. 7g) . 2-^nn-5- h ';7;u:tay^;uf';s>> 
(0. 5g) imm^iJ^)'^!^ (0. 4g) N. N-i>^^;b*JL'A7$ K 
(15ml) JCMSb, 7 0~8 0'CT-8^PB^J}Dmmf$Lfc. 

tfetl/i^S^^I^^Sri/'; ;<7^*;U;<7^A^n^ h:i''^7-< — (7:3— y;i/C- 2 0 
0. h;i.i> : i^itJ^^;u=2 0 : irSdl) x-nn-t^b^tizx-^x. n'&mk 

i^X'S>i>mmt-^^^ 0 . 6 gtffco 

(3) 4-:?'nn-4' - (4. 6-i?j)« h+i^-2 -tfU ^i^^^U^+i^) 

>tK^y> (0. 7g) , 4. 6-i?p< h+->-2-^:J'yx;u*^;uf';5 

i>V (0. 6g) ISLZfmM^V'^-i^ (0. 4g) N. N-2>p<^;Uj^;1'AT 

$K (15ml) izmmiy. 7 o~8ox:x8mfi\i}ummvtzo 

n^titzi^mid^iy V ^y^i-;*? 7 a V h - (-7 u-^'^uc - 2 0 

0. :i^g^i^;U=2 0 : i^iii) T-mSHT-scfctcJi-^T. Hfeite^^ 

(4) 4-^on-4' - (4-p< h V7;i':rnpi^;u-2-tf 

iit^^ 1 A - 4 ) 



wo 97/1 1050 PCT/JP96/02698 

70 

^tK^y^CO. 5 4g), 4-p< hdf^S/-6- h »;-7;U:i-Dj>(5^;U-2-p< 

(o. 50g) JSLZf&tmv^A (o. 5g) 

N, N-->>j>(^;U*;UA75 K (15ml) iCM^IL, 7 0~8 0*CT-6E|Pb1SD 

0. :iti?x^;U= l 5 : 2^ili) T-ffii^T-2»i:^{CJ:oT. Mfe^a^B 

(5) 4-i>na-4' - (4. 6 - 2 - f V $ i?^;U:j- + i/) 

4-^nn-4' - (4. 6-v^p^^;b-2-f';$i^j:^;i/:r^i/) 

7-t^-;u (0. 6g) e>mm-mm^Ltz. 

$)'5.gfi^){|:^4^!l'§:0. 4gf#fCo 

(6) 4-i>DD-4' - (4. 6-i>^f-;u-2-f';<-:>-;u:i-+i/) -^>y 
7iy> N* -J^h+i/*;u*'-;ut K^V> at^4«5i A-8Sa^9) 

4-^nD-4' - (4. 6-i>p<5^;u-2-t: ';^i/^;u:t^i^) A:>y*7 
xy> (0. 6g) . ( (0. 6g) SC5jl4^ifi©H^M 



) 97/1 1050 PCT/JP96rt)2698 

7 1 

^-ji— r^U^S^^^i^h^L-J-y (lOOml) tC^fiSL. »Jj7KU/io 

^#e>^^fc?*:|^4^!)=Srv'U?!7'^^;^*9A^>ovh^97-f- (Mi cr o Sph 
ere Gel D-150-60 A. h V : i^KJ^^;U= ( 6 : 1 ) ~ 

(4:1) mm) x-mmt^ctizx-yx. m^mrBX'i>i>Emt^'^iA-8 

(7)4-i?on-4* - (4-^^;i/-6- h';7;U^n^^jb-2-f';$S? 
('fb^J^ 1 A - 4 6 ) CD^^ 

4-:i'OU-4' - t Ka^i/^yy*7iy V 1 - ^ ^ V x 
ytK^V> (0. 8g) , 4-^^;U-6- h •>l7;U:tO;><^;U-2-^:5'> 

7«;u7j-x^;n::';^i?v (o. 7g) -&xf^mio')^J^ (O. 5g) N. N- 

i^p«^;UJ^;U/v7$ K (1 5ml) 7 0~8 01CT'6B#rBmm^*b 

0. : Ki?if-;u=2 0 : i^tb) r'ms^t-6c:i:{uJ;-pT. 

mA-iPUU- A' - (4-^ h^i/-6-h';7;U:tn^^;U-2-t:';$ 

i^^ju^f^i/) ^y^/-?:i.jy N' -T-fe^^m K^y> (^h^^feiA- 

5 1 ) 

4-^na-4* - (4 h + S/- 6- h «;7;i':tnp«^;U- 2 - f 'J $ v> 
^;U:f^i/) '^>'^/7iy > t:K^y>(0. 4 5 g ) R?/ K >; ^^;UT 5 > 
(0. 13g)^:J'an/J^;UA(20ml) iuSIWU, 7K<^T. ^uut^jUA 
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(5ml) izmm u tzm^m^ ( o . i 3 g ) ^rnxxmiSiX' 2 mrsmn l 

'^<^ti1tW^i^^i/^)**f)\^i}^i>.^u-^h^'^yH'- (73— ir-;i/C-2 0 

0. :Kg?i^;U=2 0 : l^itS) Xmm:ti>^t\Z^':>X. QMd* 

T'$>-2>gfi<){b^#l^^>!? 0.06 sntz. 

(9) m2^(D^(Dmoit^m ha) oy^m 

BUlEd) ~(8) tZiEiK©:^i^{Zi|IDTv g2tfiO[)^C!)ftbC5'ft^#) (lA) ^-^ 
JiLh© J: -5 L fc^J5!c t fc-f t^i|^SZ/^ O^^^m 2-3 (3^x1- o 
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SM13 (^b^4^ (2B) CD^fig) 

(1) 4-^on-4' - ^^y7xy> (ib^4^l(2B-l)) 

4_-j,on_4- -ya^^5";u^yy7xy y (3ig) *7-th-hU;u 
(1 oomi) ic^iiiL. v-^A^j^ (i 5%^^) 

(5 0g) *i9>o< OfcJDA. E^gT•3S!FPB^^^^i^LAco 
SIGI^Tftv SlE^'Sr^Ktc^^v h;UJ^> (l 5 0ml) ^te, WliB^TK 

^ ^titzmum^^ y :/n ■r;u ( 2 o 0 m l ) T-Mi^S-r -5 c i: J; 

T. afe^^T*$>SSfi<)ifc^4*)%2 0 gf#fco 

• 'H-NMR (CDClj -TMS) , (5ppm) 
2. 00 (s, 3H) . 3. 72 (s. 2H) . 

7. 30~7. 80 (m. 8H) 

(2) 4-^na-4' - (^^;uj;?.;U7*^;up«^;u) ^yWj^jy {{c^ 

(2B-3)) 

4-^aa-4' - (p<5^;i/5':r;><5";U) ^yV^x/V (2. 6g) 

(8 0ml) {C?§^Lx 7K<^TT7K (3 Om 1 ) {C^^U/iOXONE 
(7;bK';«;/^^t^) (6. 1 g) ^?STLfdt{u3 0^rB^li^L/-c. 

0. 'x^-y-y : g^|^^i5^;i/=2 : T-ffil^T^c: i:{c.{;-pT> SfeiiigB^T- 

• 'H-NMR (CDC 1 , -TMS) . (5ppm) 
2. 8 6 (s. 3H) , 4. 3 5 (s. 2 H) . 

7. 46~7. 83 (m. 8H) 
• C I -MS m/z 3 0 9 (m+ 1 ) 
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#)(2B-8)) (D^J^e 

4-7;b^a-4' - (pif^;Uf-:t^^;u) ^>V7xy> (2. 6g) ^r^ 
:5'y-;U (60ml) iC^^b, -SOXJOTT'tK (20ml) tC^ISbfcOX 

ONE (7;uK';y^^±ii!) (3. 8e) ^mTbtzmizio^rmni^tz, 

0. ^^ifV :i^g!J^^;U: y:^y-;U= 10:5: 1^{±J) tflfSir-SC 

•CI-MS m/z 277 (m+1) 

(4) 4-^ h^->-4' - (^^;u^;t;^^;u) ^y^/y^yy 

4-7;b:tD-4' -p<f^;U^:t^f^;i/^>y7iy > (4. 4 g) '£rp<^y 
(5 0ml) iCllSb. V'J'A;*^^— h2 8%^:^y-;i/^!® (6. 
0 s ) A V 1 2 ^PamsaiiigS L fee 

0. :gmJ^^>'U=6 : l^di) T'flM-r-5i: t J: oT. 

i*:T-«>^gfl<)^b^#|:Sr2. 6 gmtzo 
• 'H-NMR (CDC 1 , -TMS) . (Sppm) 

2. 02 (s. 3H) , 3. 74 (s. 2H) . 3. 87 (s, 3H) . 

6. 95~7. 85 (m. 8H) 

(5) 4-i>no-4' - (i/7-»U:ra^^;U^:t;/f-;u) ^^y^^yy 

(^t^#l(2B-33))©^fi!4 
4-^nn-4* - (p<;U;<7y h^f-;u) ^>V7xy> (O. Sg) Rl^m. 
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(0. 3g) ^DMF (3 0ml) 4^X,X'^U}Wyy 

5f5?S^:7KlC?Sr. h;Uiy (50ml) ^toX. W<iii^2|£l7K^U, MtK 

• 'H-NMR (CDC 1 3 -TMS) . (6ppm) 

4. 06 (s. 2H) . 6. 58~7. 02 (t. 1 H) , 
7. 40-7. 85 (m, 8H) 

• C I -MS m/z 3 1 3 (m+ 1 ) 

(6) 4-^an-4* - ( h 7;u:tn^^;u^:f ^y^/v^-jy {\t 
^4^5(28-34))©^^ 

4-i^na-4' -•:rVi^:/^^)\^-^y^/-7 :t-J y (1. 8g) 
;H 0 0 m 1 \zmW^ L » ^ h >; 7 n p{ rJ' y^:i—)\^ (mmMiSfp) ( 1 

g) ^wm^^^. 1 o^mmMWit^''^. sjci>^s*7Kicai^h;uji>5 0 

2 0 0, : g^^if-;i'=6 : 1 rSdi) T-Jf||^-r-2»c: tJC J;oT, afegl 

«:©ge<)^b^4^!l=S:0. 7 g?#fCo 
•lilL^.7 5~7 6'C 

(7) 4-:?'nD-4' - (2, 2. 2 - h V 7;U^n ^y-/ 
-7:!.jy ({l:^#)(2B-35))(D^fiJc 

h;uiy3 Om 1 {C4 -i:'nD-4' - (p<;L':*7'h^^;u) ^y'/V:t.Jy 
(1. Og) . 1-3-K-2. 2, 2- h V7;U:tnJ^:5'y (0. 8g) =Sr^ 
jSL, 1, 8-i>7-!ft:v/^a [5. 4. 0] ^y^^ii-l -:s-y (0. 7g) 

T'i§£t/i. ^#e>nfc?44^«:<7^ixi>n-7hi>-^7^- (7ii-i>-*;bC-2 0 
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(8) 4--^UU-4' - (2. 2. 2- h «;7;i':rnJih:^S/p{5^jU) y<y-/y 

> ({t^4^(2B-51))0^fiSc 

4-i>nn-4' -:ra^^^;u^:/y7xy y (5. Og) . 2. 2. 2- 
V^)y)\^^us.-^ J—}]^ is. 0 s) {3. 5g) %DMF 

( 6 0 m 1 ) icSDAT 1 0 0 -CT- 5 B^PbIJSI* b fc^. 5.IiM^Ji<HZ^^ . h A^J^ 
y (15 0ml) ^i}UX. mW§^ 2 lHl7K8feL. M7K5Sg^^ h •J' AT-^j^Ufc 

(9) 4-^nn-4' - (p(^;u7 $ y ^y^/yziLyfy 
4_>7an-4' -"^o^^ ^;u^yy*7 ^ y y (5. 0 g) , 40%y^;b 

7^ >y:^y-;i/S?^ (6. 0 g) (3. 5 g) %DMF (6 

0ml) iziju^xeo-cx' 1 ommmni^tz^k. s-mm^yKizti^. mm^^)i^ 

{15 0ml) ^mPL. WM1^2lH]«b. M7KSSig^ h V •J' 
0. : 6^^Ji^;u=4 : 1 r§tB) T-ffll^il-'S i: i: tC J: oT. afel^B^T- 

(10) 4-:i'nD-4' - A;u^;i/5':ty ^;u) 

({k^4^5(2B-68))©^i$ 

4-^nn-4* - (y;u:*y h^^;!/) ^y^yj-jy (O. 5g) 
^^^J'J'i'A (0. 3g) ^DMF (3 0ml) iCjDA. A'>»U#';uyn ^ K 
(0. 3 g) 'SrMT'^ilTbfCo 

4 0 ~ 5 0 x:t- 1 BtPelig^if Ufc^, Si5^^7K{c?i§\ h ;ux y ( 5 0 m 1 ) 
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•CI-MS m/z 301 (m+1) 
. 'H-NMR (CDCI3, 6ppm) 

2. 3 (s. IH) . 3. 1 (s. 2H) . 3. 95 (s. 2H) . 

7. 35~7. 85 (m. 8H) 

(11)^44^0R'\ RZfX^mt^it^^ (2B) O^fiK 

■ti>it-^ (2B) i^mi^tz. 
\iX±0J:'>\ZVX^mUzit^ (2B) 0(^T\ Sr^-r-^^^t^ife (2 3') 
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mmm4 ut^ ( i b) (o^m) 

4-^oo-4' - (^^;u^^^^;u) ^yV73^jy (2. 7g) . 

Ai^^^KJ^^^U (1. 2g) 3Srh;UJ-> (5 0ml) JC^jSb» iinJu^'av 
hU7;U:r7-fK t;U (O. 2ml) %SDA.. 3 

(2) 4-:i'nn-4' - (p<f-;i'Z;u7-f ^yW:i-Jy n' - 
4-i?nn-4' - (p<^;u^:t^^;i-) ^yW3.jy N' -ih+e^* 

;U;fC^;Ut h'^yy (1. 0 g) (3 Om 1 ) tu^^U. -3 0°C 

(10ml) m^ll^LfcOXONE K V y ^?±§li) (1- 9 g) 

*?iSTUfc^{ci O^i^PeliStsfbfc. 

0. ^^-^y : KS^X^jU : J—}\^= 10:5:1 ^tti) 'Q^^'t hZ.\L\Z 

• 'H-NMR (CDC 1 3 -TMS) , (6ppm) 
1. 20~1. 40 (m. 3H) . 2. 46 — 2. 63 (3H) . 
3. 90~4. 06 (m. 2H) . 4. 12 — 4. 40 (m. 2H) . 
7. 1 5 — 7. 6 0 (m. 8H) v 7. 7 0 — 7. 9 0 (m. 1 H) 

(3) 4-^'aa-4' - (p<f-;i'j:z.;b7:tx;up<^->i') ^yV^j-jy N* - 
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;u*'^;ut K^y> (1. Og) (3 0ml) tc^JSL, TKi^TT* 

7)c (lOml) tC^»bfcOXONE K 'J y ^?±S) (3. 8g) ^MT 

• 'H-NMR (CDCla -TMS) . (6ppm) 

1. 25~1. 40 (m. 3H) . 2. 45 — 2. 95 (m, 3H) . 
4. 20 — 4. 40 (m, 4H) , 7. 15-7. 60 (m. 8H) , 
7. 74 — 7. 8 8 (m. 1 H) 

(4) 4-yju^u-4' - (><5^;i'7.;i/7-f ^;m^;u) '^W^iy > n' 

4-7;u^a-4* - (p<^;ux;U7-f ^y'/V::.jy (l. 0 
g) SZ/;<?;bAi?yS?i^;U (0. 5g) ^Y)V:x-y (5 0ml) {ujg^gb. 
z.ti\zif^uy h K f;u (0. i 

m 1 ) ^sda. z^mmm^tz. 

0. : : ^:$'y-;U= 10:5: 1 gjfi) T'^SI^-r -5 d 

J;oT. afeS^B^aT-$>^gfi^{fc^Jf^'SrO. 9gf#fc. 

• 'H-NMR (CDC l3 -TMS) . (5ppm) 

1. 20—1. 40 (m. 3H) . 2. 45 — 2. 6 5 (m. 3H) , 
3. 90 — 4. 12 (m. 2H) . 4. 15-4. 35 (m. 2H) . 
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6. 96~7. 65 (m, 8H) , 7. 85~7. 90 (m. IH) 

(5) 4-7;u:tD-4' - iy^f-)U^)i^yt^)i^p^^JU) ^y^/vi-jy n' 

4-7;b:to-4* - (^^;1/X;1/7*^;m^;u) (i. o 

g) (0. 5g) (5 0mi) icJKjSL. 

lt6*lfc?**^#l%i/»;5!7^';i'*^A^nvh^*^7^— (73— ^-;bC-2 0 

• »H-NMR (CDC 1 3 -TMS) . (5ppm) 

1. 20—1. 42 (m, 3H) . 2. 75~3. 00 (m, 3H) . 
4. 10~4. 40 (m. 4H) . 6. 95 — 7. 70 (m. 8H) . 

7. 7 0—7. 9 0 (m, 1 H) 

(6) 4-:J'nn-4* - (j^f-;i/7.;i/jJ^^;M^;u) ^yVy:t.jy n' -j^ 
h^i/;t>;u**-;ut K^Vy ({l:^4^(iB'-40)Sc/il:^4^!)(iB'-4i)) cd^^e 

4-i>nn-4' - ^>y7iy> n' -xh^f:/;!? 

;U.K^JUt K^yy (1. Og) (12 0ml) lu^Pb. ymj 

T-tK (2 5m 1) {C^fSbfcOXONE (TJUKV y^^tl^) (1. 79g)* 
?STUT1 O^PBl}S^«^L/i^tcmS*T'SJt%±#$-&. SiE:?S'S:7jctca§"> 

m'!>titzmk^^iy^)iJ<f}\yiiyA^u-^Vi:^'yy'(— (7i3-y;UC-2 0 
0. : g1fgfj^^;u=3 : im\h) x-mmit^z.tiziL'^x. afe^^B© 

{k^i^(la-40) ^0. 2 2 gi:afeiK^©^k^4^!)(la-41) %0. 4 4 g^ffco 

• 'H-NMR (CDCI3 -TMS) . (6ppm) 
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1. 36 (t, 3H). 1. 39 (t, 3H), 2. 85 (q, 2H). 
4. 15-4. 35 (m, 4H) . 7. 1 5~7. 80 (m. 9H) 

1. 32 (t. 3H) . 1. 47 (t. 3H) . 3. 03 (q. 2H) . 
4. 10-4. 40 (m. 4H) , 7. 10-7. 85 (m. 9H) 

(7) 4-i>na-4' - (7x:=.;uf-:t^f-;u) ^y^/Vs.Jy N' -J:.h^ 

4_;^na_4' _ (7x-;b^:r>«5";u) ^y'/y:^jy (2. 7g) at; 
*;UAi/>B?j.^;u (i. 2g)'g:h;Ui>(50ml) tu^PL, imtC5j<n 
> h y7;i/^^'r K r;U Ziyyi^vP:K{0. 2ml)^JD 

0. :Pg!Ji5^;i.= 5 : l^iJb) X'1^mti>ZtiZJ:':>X. mmiX'S> 

• 'H-NMR (CDC 1 3 -TMS) . (5ppm) 
1. 20-1. 40 (m. 3H) , 4. 08—4. 18 (2H) . 
4. 20—4. 36 (m. 2H) . 7. 10 — 7. 60 (m. 13H) . 
7. 6 5 — 7. 8 5 (m, 1 H) 

(8) 4-i>na-4' - (2, 2. 2- h ';7;U:taih^i/p<5^;u) '^^yy^ 
xyy N' - h=3pi/;<?;i//-^'-;ut K^yy at:^4^(iB'-i23))(D^^ 

4-^aa-4' - (2. 2, 2 - h 7;b^aji ^y-/y x. 

(0. 5g) Sc;:*;l/A-S/yKJi5^;U (0. 3g) %h;Ui> (3 0ml) 

(0. ImD^SpA. 3B#PB^J!)DSft®^Ufc. 
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. 'H-NMR (CDC 1 3 -TMS) . (6ppm) 
1. 20-1. 40 (br, 3H) , 3. 70~4. 10 (m, 2H) , ' 
4. 20—4. 40 (br. 2H) x 4. 65—4. 75 (d. 2H) , 
7. 10-7. 60 (m. 8H) > 7. 70-7. 90 (m. 1 H) 

(9) 4-:?aa-4' - (;>(f-;U7$y 'OV'^^ny' > N* 

v'*;i.#^jut h'7V^> (^i:^i^(iB*-i27))a)^fiS4 
4-:i^na-4* - (;»«^;UT$ >'p<5=-;u) ^yVJ:i.Jy (0. 5g) St/^ 
;!?;UAi>>^J-^;i' (0. 3g)'grh^l/J-V(30ml) tH^Pb. Z.tl\Zif-Xi 
y hV7-'L'^^-<K □ VT^'U y ( 0 . 1 m 1 ) 'feiD 

A. 5^FBm^Ss5tyio 

(7 3-'j^;i/C-2 0 

$>^gW'(b^4^g*o. 3 gf#fco 

• 'H-NMR (CDC 1 3 -TMS) . (5ppm) 

1. 2 0 — 1. 40 (br. 3H). 1. 4 0—1. 80 (br. IH). 

2. 30-2. 60 (d. 3H) . 3. 60-3. 90 (d. 2H) . 
4. 1 0 — 4. 40 (br. 2H). 7. 1 0—7. 6 0 (m. 8H) . 
7. 7 0 — 7. 9 0 (m, 1 H) 

(io)4-i^aa-4* - (^^;u^:tp«^;i') ^y'/y:^yy hk^v^v at 

-^J^(1B*-134))©^J?S4 

4-^na-4' - (^^^u^^^^^u) ^yVrfr^jy (2. 7g) 

t K^v/y-TjclQ!^ (1. 5g) ^X.'9J-)\^ (3 0ml) (C^»U. iSStia 
(0. ImD^JDA, 6B#FBm^iIgfLbfco 

(50ml) 'g:JDA.-r7KT-2lHli5t^L. M7XSSK^ H -i? AT'l^^bfc^tC h;U 
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f# e>nyi?fit^4^^ V * 7 A a h ^'^ 7 -f - ( 7 3 C - 2 0 

• 'H-NMR (CDC 1 3 -TMS) . (6ppm) 

1. 98 — 2. 10 (3H) . 3. 62 — 3. 75 (2H) . 

5. 36~5. 50 (m. 2H) . 7. 1 5~7. 55 (m. 8H) 

<t^^(lB'-m) (2. 2 s) RZfh'}:^'^)\^7$.y (1. 2 g) ^^uu7t^ 

(somi) izmmv. 7K(^TX'm7mm d. og) ^mT^tzm. 

0. ^^ifi/ :Ki?ji^;u=3 : imih) TfSi^T ^ c t:: J: o T . afeJ^B^B© 

• 'H-NMR (CDC 1 3 -TMS) . (Sppm) 

2. 10 (s. 3H). 2. 45 (s. 3H). 3. 76 (s. 2H). 
7. 15~7. 60 (m. 8H) . 8. 46 (s. 1 H) 

2. 00 (s. 3H) . 2. 40 (s. 3H) . 3. 68 (s. 2H) , 
7. 15~7. 60 (m. 8H) , 8. 12 (s. 1 H) 
(12)4-:J'an-4* - (^^JU^:rp<^JU) ^>V^7xy> N' . N" 

4-^vu-4' - (^^;u^:t^^;w) '^:^y*7iyy tK^^/y (i. 

2g) ^DMF (3 0ml) izmmL. 7K#^I::^ h ■t' A (60%) (0. 3 2 
g) ^tUX. EST-7-tr^;i'i^a^-f K (O. 8g) ^mTbtz'^. SST-2Bt 
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t#e>nfc?fitt#)'S: y 7 A i> D -7 h 7 -f - (7 3 -^'^U C - 2 0 
0. h;Ui>:K^J^^^l'=5 : 1 ^tB) T-ffiiil-^C: ilt-ioT. ^mfe?*t*: 

• 'H-NMR (CDC 1 3 -TMS) . (Sppm) 

2. 03 (s. 3H) , 2. 11 (s, 3H) . 2. 24 (s. 3H) . 

3. 67 is. 2H) . 7. 10-7. 60 (m. 8H) 
(13)4-i>nn-4* - i^^Jl^'f'^ ^y'/-?:>^Jy N* - (N-4 

«t-&2!^!l(lB'-146) RZ/(lB*-147))©^fiE 

4-^on-4' - (p<^;b^^>«f-;i') ^y'/i:j.jy \LYv'Jy (o. 
8g) =frh;uj-v (40ml) iz?§jSL. ^Siii^fT. 4-h';7;u:to^5^;u 

VS/T^-h (0. 5 2 g) (0. 05ml) 

4. SKPeimi^i^Lfc. 

0. h;UJ:-y : i^igJ^5^;b=2 5 : 1 ^iti) TffliJT -£> C i: J: o T . afe^B^I? 
O-lb^Jt^OdB'-HG) ^rO. 2 8g. efe?»^©{l:^if^9(lB'-147) ^0. 2 4 g^# 

• 'H-NMR (CDC13 -TMS) . (6ppm) 
^t^if«!l(lB--146) 

2. 03 (s, 3H) . 3. 60 (s. 2H) , 

7. 1 5~7. 70 (m. 13H),8. 48(s. IH) 
{i:^4^D(lB'-147) 

2. 1 0 (s. 3H) ,3.75 (s. 2H) . 

7. 20-7. 75 (m, 13H) , 8. 43 (s. 1 H) 
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(14) 4-^no-4' - N' -^^;Ut 
K^VV (^b^4^(lB'-173) (O-^m 

;Ut (5ml) SZ/KK (0. 5ml) (1 0 0ml) 

#l=Sr3. Og^fc. 

• 'H-NMR {CDCI3 -TMS) . (5ppm) 
1. 96~2. 08 (3H) , 3. 00 (3H) , 

3. 62~3. 72 (2H) , 5, 03-5. 26 (IH) . 
7. 1 0~7. 5 0 (8H) 

(15) 4-^nn-4' - (;><;i';<?:/ Kp^^jb) ^^/y^x^ y N* -s-V^i/ 

^zfVy ak^tl(lB*-178))©^fig 

A-^uu-A' - (^n;UjX^;i.^:^^^;i,) ^yV7:^jy (0. 3 g) 
SCf;?7;UA-iP>®jr.^;U (0. 2g) (20ml) tC^^L, JJ<a> 

h •;7;U:t^i' K i5^;Pi-x;i' ^^ru-yiJ'X (O. 1ml) %j!jD>L. 
3^FBms*ijicilLfco 

4^5T-*^gfi<)^b^4iJ^O. 2gf#/i. 

• 'H-NMR (CDCI3 -TMS) . (5ppm) 

1. 20~1. 40 (m. 3H) . 1. 70~1. 95 (m. IH) . 
3. 70~3. 90 (m, 2H) . 4. 20-4. 4 0 (m. 2H) . 
7. 10-7. 60 (m, 8H) . 7. 70-7. 9 0 (m. 1 H) 

(16) 4-:ro^-4* - (J^f-;U^:t^f-;U) ^>V7xy > N" -ih^£/ 
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;<7;i.Ai>:/^J^$^;U (l. 6g) %h;Ui:^ (5 0ml) {c^^iL. **o> h 

^ e>nfc:?S^:jeJ^* i/U:*y;U*^A:?'nTh:>'*77-f--('73-y;UC-20 

• 'H-NMR (CDC 1 3 -TMS) . (5ppm) 

1. 2 1 (t. 3H) . 1 . 30 (t. 3H) . 

2. 35~2. 58 (m. 2H) . 3. 70~3. 80 (s, 2H) . 
4. 1 5~4. 3 5 (m. 2H) . 7. 1 3~7. 6 0 (m. 8H) 
7. 68~7. 8 5 (br. 1 H) 

(17)4-^:700-4' - (p<^;b^:t^^;u) ^>v^7iy > N' 

N' -T-t5^;Ut h'^y> (^I:^#|(1B"-199))CD^)?K 

4-:J'aa-4' - (^5^;U^:tp<5';i') V7i / > N' -p(^;UtK 

(1. Og) ^^xixits)\yjx (3 0ml) tCS^SLv V^)s.=5-)\,7^y 
(0. 4g) %JD^. MST-MTKPi? (0. 4g) 'SraiTt. 6 B^Pb^«II|£|^ 

^e>iafc?fttl^4^!l^^'>'5!?^*;u*^A:J7nv hi>'*^7-f- (7n-i>-*;i/C-2 0 
0. h;ui> :it^i5";u= i o : i^iB) T-mi^-r^ufctCctoTs 

• "H-NMR (CDCl 3 -TMS) . (5ppm) 

2. 00~2. 05 (m, 3H) , 2. 35 (s. 3H) , 

2. 71~2. 76 (m. 3H) , 3. 70~3. 75 (m. 2H) 
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7. 1 0~7. 60 (m. 8H) 

(18) 4 > N' -j^;i/*;utK 

4--^uu-A' y tK^yy (3. o 

> : KB?i^;U= 1 5 : l^ili) T-m^f'Si: tl3J:oT, Mfe?ffitt#)'SrO. 5 

• 'H-NMR (CDC 1 3 -TMS) . (5ppm) 

1. 20~1. 34 (m. 3H) , 2. 37 — 2. 59 (m. 2H) . 
3. 7 0~3. 8 0 (m, 2H) . 7. 1 0~7. 6 0 (m. 8H) . 

8. 35~8. 52 (m. 1 H) , 8. 81~8. 88 (m. 1 H) 

(19) 4-:J'nn-4' -j:-5^;U^:tp<^;i/^yy7 x y > N' -^uu7-\z^ 

;utK7'/y (^l:^4^(iB--2i2))©^fig 

4-^na-4' -j:.f-;U5^^^^;u^yi/7iy > t K^y^ (6. 0 
g) . b^JJ^^Jl'T^y (4ml) (60ml) {Z^ISL, ^UU7 

■t^)V^u^-( K (3g) (1 0ml) ^?S=S:^S}I*$T^^fC?rF 

L> ^®**8B$PB^II^Ufco 

SJSi^T^, Ticfliar. (1 0 0ml) ^JDX. 2 [o]7Ki5E 

f#^tiyi?fi:l^^^^^Ai?o h:?'77^— (7 3— y;UC- 2 0 0. h;i/X 

> : itKJ^5^;i^= 1 0 : l^tb) T'«S^T-5iIi:lC.fco-C. 6g 

•i!jL'^.8 0~8 5'C 

• 'H-NMR (CDC 1 3 -TMS) . (5ppm) 

1. 20~1. 38 (m. 3H) , 2. 40~2. 60 (m. 2H) , 
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3. 70—4. 70 (m, 4H) . 7. 20~7. 62 (m. 8H) > 
8. 40~9. 42 (m. 1 H) 

(20) N- ( i4--^uu-4' -J-^;i/^:t;>«^;US^7x^;Mf-V'f V) 7$ 

({t^#)(iB'-2i3))c7)^j5£ 
4-^uu-4' -J^^;uf-:^;>^^;u^>V7iy > tK^v^> (i. 0 
g) . hV^^)\^7^y (1. 5ml) . fm&0)n, N-V'^^)U7^y^') 
V^y^Vhs-y (20ml) X^e/-;Ui^n7-1' K (0. 6g) 0h 

omi) ^m,-^-^^mrT''^'^\zis!iX. ^(r>^-tmfm^\^tz. 

• 1 1 0~1 1 7*C 

. "H-NMR {CDCI3 -TMS) . (5ppm) 

1. 20-1. 30 (m. 3H) . 2. 37-2. 65 (m, 6H) . 

3. 73 (m. 2H) , 7. 18-7. 70 (m. 8H) 

(21) 4-i^nn-4' - (x^;i/^:i-^^;u) ^y/Vs-jy N' . N* --y 

- {3.V^^yii)Vf^^)\A tK^yy ab^tl(lB'-225))©^^ 

^^-hV^i. (0. 2 2g) %JD^. aST-3 O^PB^iI*^Lyco 
^naj^®fj.f-;u (0. 6g) 'SrSDA^eiC^Ii^f Lfco 

^4^5*0. 9 3 g^i/i. 
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(22) 4 -;^na-4* - ^yVP^jy N' -h';^o 

(^t^«^(lB'-22G))0^^ 

;u**-;ut: K^VV (1. Og) ^rh^l::h-n79> (2 5ml) tC^/^L. 
7K^{t^h U-t^A (0. 14 b) ^mX.. ^^X-3 0 9^fm.n\^tZo 

h >ji>oayf-;uA;u7x^;bi>a'; K (0. 6 5g) ^mXM^S^Ltz. 

(23) 4-:i'nD-4* - (i5";U5':i-;/^;U) ^^^V^xyy N' - (S?-n 

-7'^;u7$y x;i'7x-;u) -n* h^s/;<7;u*'^;ut K^i/v (ft 

^#|(lB--229) S2/(lB*-230))©^fi!i 
4-^nn-4' - (Ji-5^>iU^;f p< ^;U) '^yV^ x y > N' 
;U:J-:^;ut K^yy (l. Og) ^e^iJ'aa;^:^ y 3 Dm UC^ft?U, 7K^nT. 
hU.3i^;UT^> (0. 4 2g) . V'-n--^=J-}V7^J :^=-)l'^un V 

(0. 5 7 g) 'griDnA. eKPam^-iisftUfc. 

7KSftig^ h 'J -tPJ^X'^m^k. m^^^)l^^^E.TX'm^Ltzo 

m^tltzn.m^iy')-ti'y)i^iJ'p2^1>u-7h^'^y^ - (73-y;UC- 2 0 
0. h;Ui:^ :6^iExf-;U= l 9 : l?gtb) TMt. »fe^B^|Sl«:T$>^g 
fi<)<l:^i^(lB'-229) 'feO. 2 4 gi:^^||fe'<-7.h4^T•$)S^fi<)<t^i^(lB■- 
230) mni!^) ^0.11 gmtz. 

(24) 4-^nn-4' - (x^;uf^:t 5^;b) ^> V7 x y y n' h^i/ 
4-^nn-4' - (xf-Jl/5^;f y 5^;u) ^yV7iy > N' h^i/j!; 
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;U;}<ji;i/t K^yv (1. Og) %rh7tKn7^> (2 5ml) tCg^U, 

T^miti- h -i? A ( 0 . 1 7 g ) ^mxs m^r 3 0 ^mtmbtzo 

h^i^;!7;u^^^;ut K^^/v (4. i g) ^fVvMYu^'^y ( i 0 Om 1 ) 

imAt-r h a (o. \ i z) 'SrflDA. ^st-s oOT^I^^b/^:c 

(1 1 g) x;U^?S2 Om 1 'gr]!)D;^MimJI^^bf::o SJS^^tu 

A^u-7h^'7y -{ - (73-y;i'C-200. :g^^J^^;U=9 : 1 

(26)4-:J'oo7i^;U-4' -x^;!/^;^ ^ 7 x 7 ^ N' - (6 
-^no-3-e'J ;U**^;U) t K ^ y > (ib^^l (IB* -387) ) (D^m 
A-<7uuy j.^)V-4' -i^;u^:t^5';u^W7iy K^V> (5 
g) SU^6-^nD-3-e';i>:/*;UjKviK (4g) ^:i>:5' no (4 0 
ml) m^^mnT^ 1-J^5^;U-3- (3-i>;<^;U7$y >^nf 

;U) (5g) ^t)D:l. SigT'4B#FBl}IJ$Lfco 

^#e>iay^^E&t^4^!I%;<?vA:^^DV^:J^7 7-f- (7ii-y;uc - 2 0 0. h;uj- 
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<t^4^!) (1B'-134) (1. Og)RZfN. N - h 7 $ K >>^f-;U 

7-t:j'-;i/ (1. 5g) (oM^<^^. mmi}umMiki.tzo 

S/S*IT^s i:©gJ55S^#)tC h;UJ:.V (50ml) *JD<1T7KT-2[d]^?^ 

0. '\*-9->:pg?i^;i.= 5 : imih) T-ffiSUTiC: i:{CJ:oT. MSSISb^CD 
• 'H-NMR (CDCl, -TMS) . (5ppm) 

2. 00 (s. 3H). 2. 36 (s. 3H). 2. 90 (s. 6H). 

3. 66 (s. 2H) . 7. 20~7. 60 (m. 8H) . 
<k^#)(lB"-2) 

2. 05 (s. 3H). 2. 36 (s. 3H). 2. 90 (s. 6H). 

3. 70 (s, 2H) , 7. 23~7. 60 (m. 8H) . 

{28)4-^nn-4' - ^ ^y^/y:r.yy n' - (N. N 

h^l/x:' (3 Om 1 ) {CN. N - i/;/ 5';U;l-x;bA7 $ K ( 0 . 4 4g)3g:jD 
- c:^alch;uj^> (5m i) {c^fSbfc;d-#i/ia{b'; > (0. 3 8g) 'Sr2 5 

StfgL. (5ml) XZ'^mX^tzA-^uu- A' - 

;U)^>y7iy> tK^^/>(0. 6 g) =Sr3 0~3 5'CT'?^TUfco 

?^^^T^ 4 0rT-3BfPBia|J|^UT^^SDf^. SiE?S=Sr7MC?±t\ 1 0%7kigfb^ 
h Vyj^Tj^^m^tQ^. (30ml) M;tTjfi!±lLfc. 

0. :g^i?j^^;u=5 : 1 sdj) Tmi^fT-s d t *c J: oT. rm^mM 
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mwx'$>i> Eti^it^^^ 0 . 3 g^#fc. 

. "H-NMR (CDC 1 » -TMS) , (5ppm) 
1. 95 — 2. 10 (m. 3H) » 2. 90 (s. 6H) . 
3. 68-3. 72 (m. 2H) . 7. 10—7. 60 (m. 8H) , 
8. 1 5 (s, 1 H) 

(29) 4-:J'no-4' - i^^ji'^^y^^jv) ^y/y^yy n" - (i-;'^ 

h;UJ^V (3 0ml) m 1 -p«^;U-2-h:n V K> (0. 6g) %SnA. C 
ia{Ih;Ui> (5 ml) »C^ft|U/-c:tJf^i/ig<t'r-^ (0. 38g) ^2S'CX'm 

h;UJ^> (5ml) izmmVtz4-^UU-4' - ^ 
yVV3.jy t:K7e>>(0. 6g) *3 0— SS'CT-^STLfc, 

^l/NT-, 4 0'CT3^PB^iS4«fbT?^iP^. m.m:ifXZ^^> \ 0%ifmc^ 
h -i^ATK^r^^iDA.. (3 0ml) JgrjtlD^TJfiaitfCo 

0, -v^if:/ :ilFigj^5^;w=5 : i^tb) T-miJ/-t'5J:i:{cJ;oT. afeHi^-c 

• 'H-NMR (CDCI3 -TMS) . (6ppm) 

1. 90-2. 10 (m. 5H) , 2. 80 (s. 3H) . 

2. 95-3. 03 (t. 2H) . 3. 30-3. 38 (t. 2H) , 

3. 65 (s. 2H) . 7. 10-7. 60 (m. 8H) 

(30) ^5 4=a){l:^ito (IB) ©^fiS 

HUiB(l) -(29){CiEm©:^^{cmi;T, ^54^CD{b^!t^D (IB*). (IB" ) 

(1 B"') ^^jSLfco 
Jil±^J:9lCUT^^Ufc<l:^4^ (IB) S?/^<^)#)t4^«5-6{C7fs-ro 
i^. ^4^. [il-a^S®ik^^ttS«<*^.mf*b, (1B--1) tl(lB'-2) i:(lB' 

-3) (j^wm^(om.-^^xi>^o 
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;j-.zi;uS. i/7yS, A- COOR'°, A' 0R'\ COA' 0R'\ C 
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W*<-CR^ R» (XR^ ) Ot^. mm.mLitmWiMtLXJ\U'tfym 



wo 97/1 1050 PCT/JP96/02698 

156 

1 ~4©AnT;u=^;ux;uj^-;u:f ^i/g^ L < tt^^HTIft i ~4 
7;u#;uSXHi^tl/l^|gi 1 ~4 0An7;i/#juS^^t>1- : 

R* t±, tK^M^, i^^ll?^S{2~5©7;U3=^i/*;u*'^;uSX{i^ 
IS 2 ~ 5 CO 7 i/ ;US=&«iD L : . 

i:R^ ttlNfc^tu. -N = CR" NR= R= =SrffM b T t J: < . 
CCT-R^ . R« St/R" {±x ^tl^*tl3i3lUTi^llM^gftl-'4057 

W**-CR* R' (XR-* ) -NR*'R«\ -N = CR^'NR"- 

R » ■ X l± R " R » • i: ^ L T 4 ~ 8 M Ji ftM L fc - N = C R ^ • N 

R^'R^'^^i^-r : dCIT-. 

^IJi2~5®7;u^^;i'S. m^li^lft2~5©7;i.^-;uS. mmWF^ 

gft3~8©i/^a7;U^;uS. COOR". COR'^ SO2 R S 
02 NHR'°. SO2 NHCH2 Ph. SOz NR'-R'"' , CONH 
R'\ CSNHR'\ A' COOR'". COA^ R'\ CONR'^R'"'. 
CSSR'^XtlA' 0 R'"»=S:«t>L : 

TSi5{i~4c7)Ao7;u=^;uSs coor'\ coR•^ soz r", co 

A' R'^ COCOOR'°. SCR^R^R". SNR^'R^'" , A' 0 
R*\ CHz OA' OR". SNR'-COOR^'. SNR'°A' COOR 

. A' SR'^y^\t^yi>)vm^mt>L ; 

R"{±7K^|^.^. i^illlTgft 1 ~4C07;i/#;uSX{i7jL^;uS=S:*t> 
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R ' tt^#Jl?S[ 1 ~ 4 © 7 U : 

R"{±;^#li^Sti~8c[)T;u='f;uSv 7*^;us. ^>i?;uaxi±^ 

R ' * tt^^li^lft 1 ~ 8 CD 7 ;i.^;uS, i^^jg^ 1 ~ 4 0) A D 7 

K^Jl^lB[i~4©An7;i/+;i/S. ^^H^IJj i ~4 ©7;u=^;u 
7Ki?S. ^^li^l5ji~4©7;u3^i/a%Si$«fcLT^-r-57i 

R ' mmmmi'^ i ~ 4 © 7 >iu=^r ;usxi±M«Ji^g^i 1 ~ 4 cd a a 7 ;u 
R ' ^ttmmWi 4> t < itmmm=F^ 1 ~ 4 ©a a 7 ;u^;us=&gMS t b 

R ' Ift 1 ~ 4 © 7 ;uS. Sft 1 ~ 4 © 7 ;m ^ 

R^/i^i5ii~4<D7;u^;uf':rS. M^I^TSS2~4®7;u+;u:^ 

R'^tti^#Jl^^|{fi~8©7;u^>'USs 7x^;uS. '<>i/;uS3^lij^ 
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XttS. SO. SO, , 0XttNR"^^i)1- : CdT, 

R^tlTKI^H^^. g5fg/l^Sii-'4C!)T;i'^;uS. M#li^Sj2~50[) 

2. 5C (1) Oifc^4^!I*i?X5t (1 A) : 



jt^". R'\ R^ . R" S^/Q{ifi)iei:lH]ttT-$>^ ; 

0, R" *<7K#/^^T-$)0, R" *«R^)^^?!J{2~5057;b3 + i/;!7;U-Jx^;US 
T-$)^7>\ R^ i:R« i:*SNi;#t(-_N = c (CH3 ) N {CH3 ) 3 
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4. 5C (1) 0{k^4^!)!{|i?X5C (IB) 
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Y 

5. ( 1 B) (Dit^m^i!f:^ (IB-) : 




it^, R'\ R" , R^ ~R^ Sl^Xttluiei:[5l«T'$)-5 ; 

6. R'"**7x-;uS3lnmi^/i^§ri~8©7;u='f;u«T-«)0 : R^ i^ym 

2~5©7;U^^;i'S> J^lg^^?!^l3~8©i^^a7;U+>iUS. i^^l^.TI^J2~ 

50[)7JU^-^i'Sx 7A-;^S^ ^yi/)i^^. l^#lf^^^!ftl~4 
(7>Aa7;u4;i'S. i^#lf.?^»2~60An7;H5r-;uS, j^^H^gJj i ~40 
7;u^;ux;u*^;uS. migjii=^gfti~4(DAa7;u=^E^;u7.;U'i^-;uS. ^^7^ 

A' COOR'°> 7K#)1^^ A' 0R'°. COA' 0 R "'XHe/7 ^ 7;U# 
;ugT-$)0 : R"'H7K^I1^. *;u^;uS. j^^HTIJi i ~8(D7;u=^;uS, 
^jp,i^lft2~5©7;uy^Jl^. ^^)S^^2~5CD7;b^-^US. iK^H^SS 
3~80i^^o7;U+;i/S» COOR"x COR'^ SOz R'\ SO2 NH 
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R'». SOz NHCHj Ph. SO2 NR'°R'°' , CONHR'\ CSNH 
R•^ A' COOR'". COA' R'\ CONR'^R'"' , CSBR'^XttA' 

^f!lll?-S{i~4cDAo7;i/^;i/S, cooR'\ coR'^ SO2 r'\ co 

A' R", COCOOR'\ SCR"R"R", SNR^R*'' , A' OR^'. 
CH2 OA' 0R'°. SNR'^COOR^'. SNR'°A' COOR'"' , A' S 

t^^tt^X'^ : CJIT-A' . A' , R'^-R''- \.±mitnm.X^^ :-eLT 
X *s S , S 0 Xtt S 0 2 T-*> Sli*©®Hm 5 IIieigCD^t^J^. 

7. it ( 1 B) ®{b^^*$^^ (IB") : 

R? r3 




(IB") 



5C^. R' \ R'' -R" . R"'~R' St/Xtt|ui£i:|5lgT-i)^ : 

0 : R' *^7K#ilTOtt^^li^l^l~4<D7;UJr;uST-$>0 : R' *^'7K#11^ 

7x-;usXtt^#li^gi[ i~4CDAD7;u4;i.ST-^>0 : R^'ttTK^i^^, 
;rx;U<;US, j^^l^?^3g[ 1 ~8©7;u^;i.S. COOR'\ COR'^ SOz 
R'\ S0^ NHR'\ SO2 NHCH2 Ph. SO2 NR'°R'°* . CONH 
R'\ CSNHR'\ A' COOR'°. COA^ R'\ CONR'-R'"" . CS 



wo 97/1 1050 



PCT/JP96/02698 



161 



(07)1^^)1^. mmf^s=?^1SLl'^4(DJ\v7)U^)Ums COOR'\ COR'". S 
O2 R'". COA' R". COCOOR''. SCR"R"R". SNR"R*'\ 
A' 0R*\ CHz OA' 0R'\ SNR'^COOR*', SNR"'A' COO 
R'^ .A' S R'^Xti'^^i^^l'ST^^O iCCX'A' . A' . R'^—R'"' M 

titmux'$>K> ;^tTx**s. sox{±so2 x$>i>m^omm^7mizwi(D 

9. ^^(2'): 



SC^i, W tt-O-a' Xtt-CR' R' (XR"') ^mt>b;llC:X' 

R " • i±i^#mil^ gft 1 ~ 8 o 7 mMJM^F^ 2 ~ 5 © 7 ;u 
i^#ll^?[ft3-8c^>'i>n7JU+;i'S. m^/^^Sf 2~507;U^^;U 
MB^3iaM^ai: LTAn^- vll^t, U < 1 ~4 ©7;i/ 

^;i'5%wr'57x:^;uS. 7i^^f-;uSv j^^jii^^ai 1 ~4 

OAD7;i/^;uS. ^#J^s^S{2~6©Aa7;i'^^>'US. 
4 (D 7 ;u =SE- ;u 7. ;i' * - . mn^.^^ 1 ~ 4 cd a n 7 ^ ;u 

S> i/7Jm. A' COOR'\ A' 0R'\ COA' 0R'\ CSOR'" 

Xt±>'7y7;u^;uS%«*?L ; 

R' ~R= , R'". A' St/X{ilt*©efflllllMi:[5)aT*'5 ; 
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wo 97/1 1050 



162 



PCT/JP96A>2698 




(2) 



iX^ (3) : 

Hz N-Y* (3) 
Y' {iW*«-O-Q0tt, -NR= R« ^mt>\^. W**-CR' 
R' (XR^ ) -NR^'R«'!gr^t>T ; dCT*. R' . R^ . R^' 

Rt;R'*l±it*©lElIlllJSi:P]8T-$)6 : 

iX^ (la) : 




11. IX^ (4) : 

\=/ (4) 
5C4>> R'tt, MS^Xt±S^Si:bTAo>r>jl^. i^SilTSli l ~40 
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( 1 A) : 



I 

1 2. iX^ (6) : 

NH2 

5C4^. R'SZ^Qtt, f»m0iEillllJlt|i)ST-*-5 ; 
C^) = OCH3 _s 

r7_^^/^ (7) 
OCH3 ^ 

(lb) : 
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^1 
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R"C02' (9) 

A^ (Ic) : 



A 



5 



R'" C0R2 
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iX^ (11) : 
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" (11) 
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Aa^*>|^i^, OCOR". 0R'°. OH^S^^-r : J^j:**. R'°. R". 

<X5C(ld) : 




(Id) 

0 0 
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15. (X^ (12) : 

■X— R4 
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(13) : 

R^-G (13) 
^it (IB* ) : , , 
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